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25 >'fb^>fb7K^li. K>Hf>, h;i/x>, ^i/u>m<D^^mmt7k 
mm, x-7^;k h7 t Ka 7 5 >^Ox-f-;l'3i, B^Kxf-;l/ 
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2 3 

5 yf■;^^;l/;^U >. h U y ^-'UT $ >. h 'J xf^;l/7 i >. N. N 
-i^y ^;l/7-'J h'>Ji^>. 4- (N. N- v^/f-v'l/T $ y ) 

iSitsc it) T'iSo 
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2 4 



L* -CO2H 




O-Vl 0 R< 



0:3 



O^Vll 0 R* 



(I-B-1) 



(I-B-2) 



ii) Kig^SlcStE: 



(F-B) 



07- B) 



-R 



14 



0:5 

0 R" 



(I-B-3) 




L« -R' 

) 



0 




8 




iv) — hoSO 

M. 7C 



L* -R' 



(I-B-4) 



0C3 



(I-B-5) 
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2 5 



[±^4^. R' . R^ . R' . R". R". L' SO'NB^ {iMH 
tmmoM^=&^l. R"{iiX7^;UffMS^. R'^(i^ 
-CON^ Xti-CONB'T (S:*^ R' . R". R"S 

i ) Jc.x-r>'l/03!in7K^j5?Rl£; ; 

-fift^ ( I - B - 2) T'^$n5iSlli;:;;u*'>K{l:^'feitt^*C^t- 
Z3.X7-Mt^m (i-B-i) ©xxx;i/Jn7K^IStw<fcoTSa 

So 

ii) T ^ m^l&^R^^ : 

>«!:S!-S{4, ^;l/;J^>M^^(*T'*S*^BJ'fk^'^ ( I - B - 2 ) 
i. T^y'fb^'fe (IV- B) i^SJK^-fr. 7$ K<bL. -fk^i^ 
( I - B- 3) ^#S;&i*T'*5o 

*sajgs{4-jifts (i-B-1) T'^$n5^>'U'}<>s?ji;^x;b 

(IV- B) T'^^tlST^ >«^i«-«fife{Ci:«9T^ 
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mit^n^ (i-B-3) ^mmt?>ij^-ch^o 

it-^ISd ( I - B- 1) ©*;l/*'>iexXx;U**:<i: LT{±. /'^Jl 
5 ^l/, K>v^;i/xx7^>'l'^d:i'0— iBiT;l/3--'l/t®xxx;l/*<S<. 

iv) X h uSOitTcSJt; 
15 *^5*{i. X h oS<£-Wt S^^Bg^b^ifel ( I - B - 4 ) ^il5n 

f'SCtJCJ;*?. /S«>W-r<5*^B^<b^4^3 (I-B-.5) ^ 

jl5c4QiS(4, /^y-Jl, x^y-;un£i:'07;l'3-;l/JS^. x 
•fh7tKn77>. i^;r+-9-:/4'i'Ox-x;UJ®, g^®?, 

iSV^ttm^k^r-r-r. ^{bM^^O^)SISII^t^Kx^;i/, B^M 
:/u t°;l/n£t'©xx7^;US, x-x;k xh5tKn7-7>, v':t 
+-9->nii'©x-7";l/JS. i^K. T4?l>xh'J;k N. N-i^p<f- 
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2 7 

ttz. tt, mm, miifo^mtmrn^it'omk^Ti^, t^u^ 




(I -B- 6) 
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2 8 



^ (I-B-6) T'^^FtlS-fb^^ti. ^ (V 
-B) ■e^$n'5^^n>y'>'fkig!ii, (VI-B) T^^n-STi > 
3S i ^SfiS $ -5 C <!: H <k «5 Slit t S C i *<T' § S o 

(iff* L < {iMMSET) K'ur> C i*<if ^ Ll^o 





(ByfB<i:I^!|i©Si*T'*So ) T'^^nsS. 7i y 
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2 9 




(I -C) 



Migftjix -flssi (n-c) x-m^nzij Jit'ymxii'toK 

t?>ztic^io. :^mmit^^ (i-c) ^i!}jtts;&ftT-*^o 
-fb^ti (n-c) ©siEtt^^^^i LTfi. y^;ux;^7^;w x 
f-yUxXx-'Ux ^ V7'f-;Ux7.x;l'> t e r t - ■/f-;i'x:;;7^;uy^d: 

K ; ifTv' K : p -x h u 7 ^ y -yl/^dit'® 7 x y -;l/3^^b^i|^^ 
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1 - t Ko + i/X^ '>>-r ^ h\ 1 - t KD + i/<>7' h >J 7 7- 

ttz. (n-c) ^Tmm.X'Kits^-\tht^. absi^tis 

T $ F\ •>'xf-;l/;j->x* U ;l/>'7x 1 -x^;l'- 3 - ( 3 - 
15 ^?fiJi:©*??T{wSlE;$-li-'S:;^-a^®'S©xxx;l'*7 5 

20 5gJix x-x;K X t Ko7 7 >llOx-x;l/®^ S^i?xf-;l/ 
||©xxf-;l'^> N. N-v'y f-^l/'^>'l/A7 $ K^i>^^>'UX;U:f> 

/ifc. s:fD{ci^LT. -fb^i^ (n-c) N- 

25 y ^;l/t;U5^'J >^ hUyf-;U7$>s h«Jx^;l/7$>> N, N 
- ^-'U7xiJ >^ fUi?>^ 4- (N. N- v?-><f-;l/7i y) 
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3 1 




(I -C- 1) 



:^mmm\t~iBt^ (iv-o x-^^n-si. 4 ->'*>'U;K-Mb 
^ticbs S; (V-C) T'^^n^T^ y'^b^^fe^S^D:$^+sc:i{c 

eD-^U^^^^^T'^^S^^D^^b^ifel (I-C-1) 



PCT/JP94/00391 



3 2 

(b) f-h^V-Jmmi^O^^Km 



J NaN, (X(iKN, ) 
^ NH« C 1 / 

R',S nN, /\^Jl:L>m 




( I -C- 2) 

:^mMit^<^^. ±^*o (i-c-2) T-^^nsxh^y- 

^ (I-c-2) (Dit^miU ^ (VI- C) T-^^ns- 




(VI-C) 
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3 3 

>T 'J h'ttm MJ 7 U -JVi- y7i^ K (±S*^ R' 3 S n N , 

mm. mmu mm. mm. s*. m^it. mm. m^^B. 

25 *^BJ{l:^'fel4'x -fb^l^ (I - A) X{4-€-OS!ilil^WC|^^$n 
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^^Bjib^i^*. it^^ (I - B) xit^omm^f^izff-^-^ti 

*^B^^b^#i*. -fb^i^ (I - C) Xit^omm^mzW^^ti 

vzfiy'>>^mm'^mmm (s i adh) . mme. f$m. 
20 mm. mm:^±. 'Rw^mmmm<D^m'&xfi^miz^t^r'^?>o 

(1) V, l/-b-f^-^<^y'r^>i^7y^^ (V, receptor 
binding assay) 

^*A-7b©^"ft (J. Biol. Chem. . 258. 9283(1983)) IT T 

25 mmttz^ y vM-mm^^^^m^'x chi'-ai g-^<7yuv/> 

(vasopressin) (2nM. specific activity=75. SCi/mmol) tM^* 
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7 0 n gRVf^^m ( 1 0-'- 1 ^ 5 mM:^{bv 

A. 1 mMxf-l/>i>-7 i >EM (EDTA) RO'O. 1 ^'t'i^lfll 
»7;l/yi > (BSA) ^#t;l 0 OmM h 'J (pH 
= 8. 0) Oi^*2 5 0 // 1 4^T'3 O^Pb^^ 2 S'Cr-'l' y+^^^-i^ 

?S^lR?IL. T^^X^^f ^l/:?'- (GF/B) iZMtZ.ttZjf^r.X. 

C ~ B I 

Pl^^ (%) =10 0 — X 1 0 0 

Co B 1 

c, :m^mom^m^\t [h]»-/<7:^u->>o*??tt-©[h]' 

. B, : igtj©^"fV"/l/'>> (1 O-'M) ??ffiTT'© [H3'-^<V:^ 
llt^|{[ (Ki) ^}k^J:fOMlhLfZo 

I C & 0 

K i = 

1+ [L] /KD 

25 [L] :iitl^^'J//>K0M 

KD ; X + + - K • 7n.)/ h J; 
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(2) Vj l/-l?:/'^-^<-r ^r-f >/7 -y -tr^ (V, receptor 
binding assay) 

+ + >^;l/^> (J. Biol. Chem.. 247, 6167(1972)) L: 

5 rmmitzo ^■^^wmmnmm:^^mK^'c. [H]'-Arg-/< 

VfUi/^ (2nM, specific activity=75. SCi/mmol) iM^* 100 
ngRCKISl^^ (1 0-'~l 0-*M) ^> Huf2L/::V, Iz-fe-^iJ'- 

/<-r>f-'-f >/T-y-t-r <i:l^!^i©:5■•ftT•T«y-b-r^^f^i:^.^ 

T > ^ < y U > gfei^ i L T ii 86 b tlT I ^ S 
OPC- 3 1 2 6 0 /j:i'©*tBS{l:^tl<i:Jtg^LTOT{w^;^T-*S 

15 i *<SilS^ titz 1 #.1) o 
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3 7 



g 1 TJi¥^>^<vfiy'>yvi ^mwmtfiff^ 



it ^ 


7 i\fi-y V'yyY 2 
(pKi) 

^p-^^ ri TIJ hail iW 1 1'l • ■ ^ * ^ 


m m m i-a 


9. 4 7 










oo 


a 1 4 










*f.m^1^!I(2): 




0 P C —31260 /Me 






a 0 1 










(WO 9105549 UMmm <Dit^%o 
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3 8 



2 T;U^'^>^<V^l/->>V, RO^Vs 



\t ^ m 




V, (pKi) 


V, (pKi) 


% % 2 0 - B 


8. 2 9 


8. 9 8 


% u m 3 3 - B 


8. 7 8 


8. 1 6 


n m m 3 9 - B 


8. 4 4 


8. 6 8 


m m m 4 o - b 


8. 5 9 


& 5 6 


0 PC -31260 

/Me 

00 

Me 0 -HC 1 

(WO 9105549 ||il^J408 Oit^^ 


6. 7 1 


8. 0 1 



^bic. *^B^^k^w^ it^i^ (I - c) xii^<Dmm^mz 
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3 7yb+'^>^<v/i/:^>v, ^^i^i^ijii'^m 



it ^ ^ 


i^^Si* (pKi) 


(V, /V,) 


m m m e-c 


V, =a 2 0 

(Vj =6. 7 9) 


2 5 


WO9105549 ||te^»J135 O-fk^tl 
Me 0 f^^Y'^^ 


V. =a 0 9 

(V, =8. 1 4) 


0. 8 9 


OP C -31260 /Me 

(WO 9105549 mmmAomt^i^o 


V , = 6. 7 1 

(Vs =a 0 1) 


0. 0 5 



-«S^(I-A). (I -B) RO^ (I -C) T'^^nS-fb^ifel 



wo 94/20473 



PCT/JP94/00391 



IE □ W 3^ (il^il o W i8:4 ^ n ^ o 

«9llPT'0. 1 ~ 5 0 0 mgT•fe«5^ Ctl^ 1 Isl* -5, {iiS[lHl{C:J>^:l• 
J: 19 '>H > MT'+^ ''j: ii^ t> * 5 o 
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m(Dj:otmm\. -^mu mmu ^mu mm^^^^ixK^ 
10 \m. 'jiim. "kmtn (Mk.\ii. y-t.) . ^mtTi^^^m 

15 

##{^J 1 - A 

7K^^b■:^ h 'J •^'A 3. 4 2 g®x h-7 k Ko7 5 >!?IS?S3 5 0 
mill, tK^^T. ':>x^;l/;^x*yTOx^;H 9. 2 g^-Sn;i. 30 
^F^itHiL/;:o - ( 4 -T = y -5-;!-+ 

25 V-2. 3. 4, 5 -xh-7t Ku- lH-^>XT-fe'f>4. 8 
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4 2 



57^- aD;Jt;l/A-> ^y-;U50 : 1) TifSSSIL, (E) 
J:Z>' (Z) - 1 - (4 -75 yK>7'r>'l') - 2, 3, 4. 5-x 
5 b7 t Ko- 1 H- 1 -'OXTHft'^- 5 --r 'Jx^S^ffiexf^^U, 
1- {4-7i yKyV^Jl) -2. 3 -i^t Kd- 1 H- 1 -'^ 
>7:T4f t°>- 5 -PMxf-;U©«g^i|^!l6 g (zi^it 26:8: 
2 8 HP L C) ^?f/Co 
2 - A 

10 (E) (Z) - 1 - (4 -Ti yoy-f>'U) - 2, 3, 

4, 5-7"h5tKD-lH-l -OXT-lff>- 5 --r 'Jf^ 
g^iex^;l/, 1 - (4 yOv'^r;!/) - 2, 3-i?tKa- 
1 H - 1 -'OXT-bf f>- 5 -g^^x^;KD ( 2 6 : 8:2 8 ) 

yl^'^e gji. 4 o%yf-;UT$ ^y-;b^j£3 Om i ^iin 

^y;l/*5A^av - on;^;l/A-TH? h > 5 : 

1) -C'iWSiiL. ^ootwL'AJ:»3Si^^LT. l-(4-7$y< 
>V-r;U) -5 - (N-:!^'f-JltiJl^<^4;ljti-Jl) -2. 3-':> 
t Ko- 1 H- 1 -'<>X74?b°> 1. 5g^'^tZo 
20 ' H-NMR ((5ppm in C D C 1 , . TM S rtSB^ip) 

2. 0-2. 2(1H. m). 2. 3-2. 5(1H. m), 

2. 5 5 (3 H. s) . 3. 1 - 3. 3 (1 H, m) , 

3. 3-3. 5(1H, m). 3. 5-3. 7(1H. m). 

4. 4 - 4. 6 (1 H, m) . 5. 3 7 (2 H. s) , 
25 6. 1 7 ( 1 H, s) . 6. 2 2 (2 H, d) , 

6. 6 5 ( 1 H. d) . 6. 8 5 (2 H. d) , 
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6. 9-7. 0 ( 1 H. m) , T. 1-7. 2 ( 1 H. m) . 

7. 4-7. 5 (IH. m) , 7. 8-7. 9 ( 1 H, m) 
MS (FAB) : 3 3 6 (M^ + 1 ) 

mmmi-A 

V K 0 . 0 6ml ^to^, ^St;- 3 UZo m^^i: L. 

mM^'J^^u:^ ^yZm 1 {c^PL/-Co tK^^T. 1 - (4-7^ 
- 5- W- /^)lti)Vf<=E^ -2. 3 

10 -i>h Kd- 1 H- 1 -'OXT-bff^O. 1 5 g©t°U 5 

15 •9->;!)M?>igMLT. 4' - [ [5- (N - ^ f-^l'^^l^^'^-T 
- 2. 3 - v't Ko- 1 H- 1 -'^>XT-fe't'>- 1 
^^l/d^-yb] - 2 -7i-;K>7:7^U KO. 16g*?#fco 
14;^ 1 9 4 - 1 9 6 1C 

'H-NMR((5ppm in DMSO-d.. TMSrtSS^ 
20 m) 

2. 0-2. 2 (IH, m). 2. 3-2. 5 (IH. m). 

2. 5 4 (3 H, d) , 3. 2 0 (1 H, d) , 

3. 4-3. 5 ( 1 H, d) . 3. 5 9 ( 1 H. d) . 

4. 4-4. 6 ( 1 H. m) . 6. 18 (1 H, t) . 
25 6. 6 7 ( 1 H. d) . 6. i9 7 (1 H. t) , 

7. 0-7. 6 (15H, m) . 7. 8-8. 0 (IH, m) , 
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4 4 

10. 2 3 ( 1 H. s) 
MS (FA B) : 5 1 6 (M^ + 1 ) 

nmm 2 - a 

2- (4 -^^;l/7x-;l/) ^mSieo. 1 g^if^ uu / ^ > 
5 2ml. Rryi^:f'f-Jlt^Jll.7i h' iM^lzmM^-ittZo ^•X^^T. 

^+if'J;l/^'07^' KO. 0 6inl^-»n;i. g^gT' 3 BFPBmj^L^o 

1- (4 -T $ y^>y'r;l') - 5- (N-jt^JltiJly<^^Jl>t 
f-;!/) -2. 3 - X t Kd- 1 H- 1 -'OXT-tfk'^ 0. 15g 

10 <Dt'^) i^>mm5m\^mTLfzo m^X'-^mnifz'^, f^m^^ 

Jlij'y AC^ n-7 h^v7>f — o p;}x;l/A- ^ ^ J — )\/ 5 0: 
15 1 ) T?t^LTffin°n*^f. ^on;^;UA-n-^+-tf>;6^t>igH^a^b 
LT. 4' - [ [5- (N-./^;l/:^;l/^<*-r>'U^5^;U).- 2, 
3 - t Kd- 1 H - 1 -KyX7->i\iy- 1 --r;b] 
- 2 - (4 - y f-;U7x-;l/) OXT-'J KO. 13 g^?§^o 
liii^ 1 9 4 - 1 9 6 1C 
20 ' H-NMR (5 p pm in DM S 0 - d , . TM S [^615^ 

m 

2. 0-2. 2 ( 1 H. m) . 2. 2 8 (3 H. s) . 

2. 3-2. 5 (IH. m) . 2. 5 5 (3H, d) . 

3. 2 0 (IH. d) . 3. 4-3. 5 ( 1 H. d) , 
25 3. 5 9 ( 1 H, d) . 4. 4 - 4. 6 (1 H. m) . 

6. 18 (1 H. t) . 6. 6 8 (1 H, d) . 
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4 5 



6. 9 7 (IH. t) . 7. 0-7. 6 (1 4H, m) . 

7. 8-8. 0 ( 1 H. m) . 10. 2 3 ( 1 H, s) 
MS (FAB) : 5 3 0 (M^ + 1 ) 

mmm z - a 

5 2 - (4 hn7i-^U) ^,t#iEO. 2 2 g ^m^WMt L. 

mmmi-Atmm(o^i^i:my.^x, a' - [ [5- (n->^;i/ 

ij}W<^^ Jl/^Jl) -2, 3 -i^fc Ka- 1 H- 1 -'OXT-tf 

1-^)1] ij)l:i(:^Jl] -2 - (4 hP7x-;l/) 
X7-'J KG. 3 3 g^ntZo 
10 M4.^ 1 8 7 - 1 9 0 

' H-NMR (5 p pm in DM S O - d b . TM S F*3gU^ 

2. 0-2. 2 (IH, m) , 2. 3-2. 5 (IH, m) , 
2. 5 4 (3H. d) . 3; 2 0 (IH, d) , 
15 3.4- 3. 5 (1 H. d) . 3. 5 9 (1 H. d) , 

4. 4 - 4. 6 (1 H, m) . 6. 1 8 (1 H, t) . 

6. 6 7 (1 H, d) . 6. 9 5 (1 H. t) . 

7. 1 0 (2H. d) . 7. 1 8 (1 H. t) , 

7. 3 0 (2 H, d) , 7. 4 - 7. 7 (7 H. m) . 
20 7. 8 - 8. 0 (IH. m) , 8. 21 (2H, d) , 

10. 4 0 (1 H, s) 
MS (FAB) : 5 6 1 (M^ + 1 ) 

mmm 4 - a 

4' - [ [5- (N-y ^;u*;i''<^--r;i/yf^;u) -2. 3-v? 
25 h Kp- 1 H- 1 -^yXT-t*b'>- 1 -2 

- (4 hn7i-;U) K^XT-'J KO. 14 gOB^Ki^^L' 
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4 6 



^A^Dv hr^7^ - (^'oo;^;^A-y 40:1) 
TH^ LTffio^D^^f . ^ n o;fwPA - n -^^l^ >T)^B^^b LT. 
2- (4-T^y7i^;U) -4' - [ [5- (N-y 
€--r;Uy^;l/) -2. 3 - i?t Ko- 1 H- 1 -'OXT-lf t°>- 
10 l->r;l/] '<>X7-U KO. 1 g^H/iio 

1 6 7 - 1 6 8 

' H-NMR (<5ppm in DMS O- d, , TMSftOT 

m) 

2. 0-2. 2 (1 H, m) . 2. 3-2. 5 ( 1 H. m) . 
15 2. 5 6 ( 3 H. d) . 3. 2 0 (1 H. d) . 

3. 4-3. 5 (1 H, d) , 3. 5 9 ( 1 H. d) . 

4. 4-4. 6 (1 H, m) . 6. 1 9 (IH. t) . 

6. 6 8 (IH. d) . 6. 9-7. 5 (1 3H. m) , 

7. 8 - 8. 0 ( 1 H. m) , 10. 1 3 ( 1 H, s) 
20 MS (FAB) : 5 3 1 (M* + 1 ) 

nmm 5 - a 

1- [4- [ (2 -7x-;i/oy-r;u) 7sy] K>y>r;i/] 

- 2. 3 - t Kn - 1 H - 1 -'OXT-lf h*>- 5 -g^ifO. 2 5 
g©-r h7 t Ko7^ 2 Om nc. 1 - t Kd + ->OX h 
25 U 7y-->I/0. 0 8 g, 1 3 - (3 ^;l/7^ y 
ti)V^^'J-( I KtSgg^SO. 1 1 g. 
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4 7 



5 OSS^^bLT. 4' - [[5- [ (4 -y 1 - i?-;H 
7:7;l/;K^;l/y -2. 3 -vh Kn- l H- l -K>X7-tf h" 
>-l--f;l/] - 2 -7xji;U'<>X7^ 'j KO. 2 3 

if^^a Lxm^m 0 . 2 2 g i£•^iy::o 

Wi!^ > 1 8 0 'c i^m) 

' H-NMR (DMSO-d, . TMS^^ii) 

2. 1-2. 3 (IH, m) . 2. 4-2. 6 ( 1 H, m) . 
15 2. 7 6 ( 3 H, brs). 2. 8-3. 7 (8H. m) . 

3. 8-4. 6 (4 H. m) , 6. 14 (1 H. m) , 
6. 6 7 ( 1 H. d) . 6. 9 - 7. 6 (1 3 H, m) , 
10. 3 0 (1 H. s) 

MS (FAB) : 5 8 5 (M* + 1 ) 

20 mmme-A 

1- [4- [ [2- (4 -yf-;U7xx;U) K>V^Jl1 74/-] 



Ky^Z-fJl] - 2 . 3 - i> t K o - 1 H - 1 - O X7 4f h' > - 5;— " 

-mmo. 2 g^ttj^igsKi LT. mmm^-Ammo^m^m 

\<^X, 2- (4 -y f-;U7xx;l/) - 4' -[[5 - [(4-^^ 
25 1 - f'^^ v?x;U) ^;|/;Kx;Uy - 2. S-v'hKp- 

1 H- 1 -'<>X7-fefh°>- 1 -'f-zU] *;U;i-:x;l/] ^0X7x1; 
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KO. 1 5 g^?f/Co UcCO<b^i^0.1 4 g J;«5iSgSieo. 14 

ib,^ 2 0 5 - 2 0 8 °C 
' H-NMR (DMSO-d, . TMSl*ira*) 
5 2. 1 - 2. 3 ( 1 H. m) . 2. 2 8 (3 H. s) . 

2. 4-2. 6 (IH, m). 2. 74 (3H. brs). 
2. 8-3. 7(8H. m). 3. 9-4. 6(4H. m), 
6. 2 4 (1 H, t) . 6. 6 9 (1 H. d) . 
6. 9-7. 6 (15 H. m). 10. 30 (IH. s) 
10 MS (FAB) : 5 9 9 (M* + 1) 

mmm 7 - a 

4' - [ [5 - iijJ\y^:^iy/^}l) - 2. 3 -v' t Ko - 1 H 
-l-K>XT-\ft'>-l-^Jl] tiJl^^-Jl^] - 2- (4-^^ 
^>XT-U KO. 2 g©7^h-7 t Ka7-7>^?g?2 0 
15 m\iZ, 1 - t h'a^i/K>XbV7V-)lO. 0 6 g, 1 -x^ 

;L/- 3 - ( 3 - f^^by $ y b°;i/) $ h'm.MM 

0. 0 9 g. fcctC52 - (T$ yy^;!/) h°'J v?>0. 0 5g^Jn 
A., mUT-^mWLfio SlS?g(ci!K7k^JD^. fiafn^KTK^^M^ 

Dn;^;l/A-y rJ'y -;U 3 0 : 1 ) "eift^ LT. 2- (4-^5^ 
;U7x-;u) -4' - [ [5- [N- (2 - f<J i^^uy 7!7>'U 
/<^--f';l/>f-;H -2. 3 -i^t Kn- 1 H- 1 -K>X74f t°> 
25 - 1 - 'f;U3 i3Jl^7ii-Ji:\ OXT-'J KO. 18 g^-^#fCo Mtc 
CO-fb^l^jO. 1 7 g^^ ^u;^;^A{c^*^L. WtDi/^-^i?^ 
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4 9 



It^ 2 1 7 - 2 1 9 r 
' H-NMR (DMSO-d. . TM S F«3gl5:^ip) 
5 2. 1-2. 3(1 H, m). 2. 26(3 H, s). 

2. 4-2. 6 (IH, m). 3. 3-3. 5 (2H. m), 

3. 7 3 (1 H, d) . 4. 3 4 (2H, d) . 

4. 4 - 4. 6 (1 H, m) . 6. 2 4 (1 H. t) . 
6. 6 9 ( 1 H. d) . 6. 9-7. 7 (1 7 H, m) . 

10 7. 6 5 ( 1 H. d) . 8. 6 5 ( 1 H, m) . 

10. 2 4 (1 H. s) 
MS (FAB) : 6 0 7 (M* + 1 ) 

UMm 8 - A 

1- [4- [ (i2 -y siL-JlK^V^ Jl) TiJ] K>'/^Jl'\ 
15 -2. 3 -vh Kn- 1 H- 1 -OXT-tf h°>- 5 -B^S?0. 2 

g=i:^^mmtLx. mmm5-Atmmfi^m^m\<^r, 2-7 

i^;U-4' - [ [5- [N- (2 - t'V i?Jl/f-^l) i3)W<^^ 

;uyf-;i/] -2, 3 - i^t kd- 1 h- 1 -^>XT-fere>- 1 - 

KyXT=.^) KO. 12 g^niZo MCCO^b 
20 ^tlO. 1 gJ:*?iSi?ieo. 1 g^li/^io 
14;^ 1 8 7 - 1 8 9 r 
' H-NMR (DMSO-d. . TMS^SC^^P) 

2. 1-2. 3 (1 H, m) , 2. 4-2. 6 (1 H. m> . 

3. 3-3. 5 (2H. in) . 3. 7 9 (IH, d) . 
25 4. 4 - 4. 6 (3 H, m) . 6. 2 4 (IH, t) . 

6. 6 8 ( 1 H, d) . 6. 9 - 7. 6 (1 8 H, m) , 
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5 0 

8. 0 6 (1 H. t) , 8. 9 3 (1 H. t) . 
10. 2 7 ( 1 H. s) 
MS (FAB) : 5 9 3 (M* + 1) 
MMm 9 - A 

1 - [ [4 - [2 - (4 -^f-;U7x-;b) K'^V^Jl] 7i. y] 
OV-(J\^] -2, 3 -i>h Kd- 1 H- 1 -OX74fb*>- 5 
-mm^^f-Jl^O. 4 8 g(C. *g^®51 2ml. m^Mbm 1 ^IMpL, 

-'\+-9->J;*9ifea^^bLT, 1- [ [4- [2- (4->5^;l/7i 

'oy^yH T 5 y] ^vy-r^b] -2, s-i^tKn- 

lH-l-K>XT-lff>-5-™0. 4 1g<£-f#yio 
• H-NMR (DMSO-d. . TMS^gPi^i:^) 

2. 1 - 2. 3 ( 1 H. m) . 2. 2 8 (3 H. s) , 

3. 2-3. 4 (IH. m) . 3. 4 3 (IH. d) . 
3. 8 6 (IH. d) . 4. 5 7 (IH. m) , 

6. 2 1 (1 H, t) . 6. 6 8 (1 H. d) . 
6. 9 8 (IH, t) , 7. 1-7. 6 (1 4H. m) . 
1 0. 2 9 (1 H. s) . 1 2. 4 0 (1 H. s) 
MS (F AB) ; 5 1 7 (M* + 1 ) 

mmm i o - a 

1- [ [4- [ (2-7i-;P) KyV-(Jl] 7iy] 
Ji^l -2, 3 - t Ko- 1 H- 1 -'OXT-lf t'>- 5 -Btifi 
3 0 0 m g (C^ ^ni^ 7 . 5 m U 3 m 1 <£-ijn^x 5 0 

°cT'4ii#p^jt}$L/io SM^^KTkJwa^. ^\:fzttm=^mmLt: 
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5 1 



1- [ [4- [ (2-7x-;u) oi/^r^b] ny] 

- 2, 3 -v>'t Ko- 1 H - 1 -K>X7-feff>- 5 -mk2 6 5 

5 ' H-NMR (5 p pm ; i n C D C 1 s + DM S 0 - d . . 

TMSrtSBW) 

2. 3 8 (1 H, m) , 2. 5 - 2. 8 (1 H. m) . 
3.3-3. 5 (2 H, m) . 

3. 84 (IH. d. J = 16. 8Hz). 

10 4. 7 5 (IH. m) . &21 (IH, t. J = 5. 4 H z ) . 

6. 65 (IH. d. J = 7. 8Hz). 
6. 92 (IH. m) , 7. 1-7. 7 (15H. m) , 
8. 9 6 (1 H. s) 
MS (FAB) : 5 0 3 (M* + 1 ) 
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5 7 

llil0»JA- 1-4 6 



L'-R 
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6 0 

1 - B 

1 - (A -~\-aK>V^ J]y) - 2, 3, 4. 5-xh7bKo 
- IH- 1, 5 -OVi>T-t't'>Z 0 Omg. ^^fj V ^ 140 
mg, li4i3|fi0 3'^7^b:M^ 'i7A©N, N - i>y f^^I/^i^yl/AT $ K 
1 Om 1 2 -T'o^T-ir:^ $ f,'2. 1 g^JOX.. 8 01CT18 

ff^L/::, B^^J^^^I/T'^tli^nSii^ckt). 2- [5- (4-^ 
hnK>y^;l.) -2, 3, 4, 5 -x h 7 t Kn - 1 H - 1 . 5 
-<>yv'T-tff>- T-b^i K3 1 Omg^^#/io 

^?1»*B,|X'<^ hJl (CDC 1, , TMSrtrafi) 
<5 : 1. 9 2 (1 H. b) . 2. 16 ( 1 H, b) , 

2. 9 9 (1 H. b) . 3. 17 (1 H, b) . 

3. 4 4 (1 H. b) . 3. 8 0 (1 H, d) . 

4. 0 7 (1 H. d) . 4. 7 4 (1 H. m) . 

5. 6 4 (IH. m) . 6. 6 4 (IH, d) , 

6. 7 3 (1 H. t) , 7. 0 1 (1 H. d) , 

7. 1 9 (1 H, t) , 7. 3 5 (2 H, d) . 

8. 0 1 (2 H. d) 

Mx^r^' h;l/ (F AB) 3 5 5 (M* + 1 ) 
2 - B 

2- [5- (4 ho^>7>f ;U) -2. 3, 4, 5~f-h^ 
t Kd- 1 H- 1. 5 -K>V'J7-ift'>- 1 ->r;U] $ K 

3 0 Omg. 1 0%/N'7 v?';7A^^4 Omg©i^®?^^l 5 m 1 ^. 
M2gTT*k^il£fU?rV' ^^^^ L^i^. ^ji^e^ 
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t?atbL/Co p^x^;b;$.7Ki^. ^fpft^7K^L. Mimik-^^^^ 

v^L^X'^w^. mm^^^itio B^m^m. >=xf-;i.i-f- 

Jl-^L, 2- [5- iA-7 i J^>V^Jl) -2. 3. 4. 5- 
5 7^ h5 t Kn- 1 H- 1. 5 -Oyf/7-t'f>- 1 --r;l/] T-tr 
r^' $ K2 2 Omg^M/;:o 
M^^q|X'<:5' h^b (CDC l3 . TMSl^M^f) 
<S : 1. 8 3 (1 H. b) , 2. 0 4 (1 H, b) . 
2. 9 0 (1 H. b) . 3. 1 3 (1 H. b) . 
10 3. 3 8 ( 1 H. b) . 3. 8 0 (1 H. b) , 

4. 0 5 (1 H. b) . 4. 6 8 (1 H, b) . 

5. 5 4 (1 H, b) . 6. 4 - 7. 2 (8 H. m) 
%MX^^ hJl (F AB) 3 2 5 (M*+1) 

3 - B 

15 ^K?^T. 2, 3. 4, 5 --r h5 t Kd- 1 H- 1 , 

i?7-tff>l. 0 g t h 'Jxf^;l/T $ > 1. 36gO>'^ony:^ 
Sm 1 C-r Vx^f^/^yU^D^'T Ktli^iai. 2 g<&jD 

fi^ifxf^;l.= l/2T-^tb$n51i^J:«9. 1- ( 4 - h" 'J i^'^b;^ 
;l/*'x;l/) - 2 . 3. 4, 5 h 7 h Ko - 1 H - 1 . 5-^0 
yxT4fh°>l. 1 3 g=&mzo 

<5 : 1. 9 6 (1 H. -b) , • 2 .1 3' (^^^^ 
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2. 8 9 (1 H. t) . 3. 0 2 (1 H. t) . 

3. 5 8 ( 1 H. b) . 3. 9 7 ( 1 H, s ) , 

5. 0 2 ( 1 H, d) , 6. 5-6. 6 (2 H. m) . 

6. 7 8 (1 H. m) . 6. 9 8 (1 H. m) , 
5 7. 1 0 (2 H. m) . 8. 4 0 (2 H. d) 

MX^^' h;l^ (F AB) 2 5 4 (M*+1) 

^^m 4 - B 

lM-+'^> • X h-7 t Kn7 5>^f^ 5 Om 1 (C, 1- ( 4 - b" 
^)iy)lijJl7n-jl) -2. 3. 4. 5-T-h7t Ko- IH- 1, 
10 5 -'OVi/'THf h°> 8 8 Oing^Jn;i. 2\^rsmmM^LfZo Wl. 

/ ^ y - )n m I ^ua^LmuT z 0 ^. mizmmmi ml ^ 

^;^x-x;^/n-'\+■t^>25^t)i^H^^k$■a:. 1- (4-f'J>';U 
yf-;l/)-2. 3. 4. 5 -T- h5 t Kd- 1 H- 1 . 5-Oy 
20 i^7-b't°>5 0 Qmg=i:ntZo 

l^mn^^MT.^^ (CDC 1 , . TMSF^aSU^ip) 
<5 : 1. 7 9 (IH, m) , 3. 1 2 (2H, t) . 
3. 2 3 (2 H, t) , 4. 3 9 (2 H, s) , 
6. 7-6. 8 (4 H, m) , 7. 3 3 (2 H. d) . 
25 8. 5 5 ( 2 H. d) 

fiax'<^' h;U (F AB) 2 3 9 (M*+1) 
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##^J 5 - B 

MT. 4, 5 -v't Ko- 1 H- 1. 5 -K>Vi^T■^ft'>- 
2- (3H) -t>l. Og©N. N-'J/i-Jlt^Jll.7 i K^f^ 
2 0ml lZ7iimit-t h ^ 2. 5 0 Omg<£-Jn;i. iiK^^T 1 0 ^. ^ 
5 UTl Q6^mmiZo Klt'^m=^mm7i<.i%L, 2- (^'nny^;u) 
h" U 1 . 0 e^Ua^. 1. 5B#FBmj*L/Co S^r^?^^7K 

1 - (2 - h-'J v'^l/y f-;!') - 4. 5 - v't Kp- 1 H- 1 , 
5 -OVv;T4f t°>- 2 - (3H) -ity\. 0 9g^#^o 
^5Sm*'!|;^'^^ h;l' (CDC 1 J , TMSrtSB^^tp) 
5:2. 6 4 (2 H. t) . 3. 8 4 (2H. t) . 
15 5. 2 0 ( 2 H. s) . 6. 9 - 7. 6 (7 H, m) , 

8. 5 1 ( 1 H. d) 
MMX'^^ h>>U (F AB) 2 5 4 (M*+1) 

m^m 6 - B 

^nm^ -'QtnmzLx, 4, ko- ih- 1, 5- 

20 K>V'J7-^\£y-2- {ZYi) -tyi. 0gi3-(^nuy 
'J>mW&l.Q gJ^^, 1- (3 - t'«J v^ypy f-;l/) - 
4. 5 -v'h Kn- 1 H- 1, 5 >?T-fe'e>- 2 - ( 3 H) 
1. 3 3 g^#/-Ce 
^Sam^RlX'^^r? (CDC 1 , , TMSF«3gi5^m) 
25 5 : 2. 6 1 (2 H, t) . 3. 8 0 (2 H. s) . 

5. 0 9 (2 H. s) , 6. 8 - 7. 2 (5 H. m) , 



wo 94/20473 



PCT/JP94/0039I 



6 4 

7. 6 5 ( 1 H. d) . 8. 4 3 ( 1 H. d) . 8. 5 0 
(IH. s) SaxK^ (FAB) 2 5 4 (M'+1) 

mm 7 - B 

mm 4 - Btmmz lt. i - c 2 - h° >j i^jiji ^-jd - 4 . 

5 5-vtKD-lH-l. 5 -O'/vT-fh-y- 2 - (3 H) - 
2g<i;«3, 1 - (2 - t°'J - 2. 3. 4, 5 

-f-h^tKo-lH-l. 5 -Oyi^THfh°> 4 1 Omg^^f 

/Co 

^Jim^qix^^ (CDC I , . TMSrtas^fp) 

10 (5 : 1. 8 1 (2 H. m) . a. 2 2 (4H. m) . 

4. 5 5 (2 H. s) , 6. 6-6. 9 (4 H. m) . 

7. 1 6 ( 1 H. m) . 7. 4 9 ( 1 H. d) . 

7. 6 5 ( 1 H, m) . 8. 5 6 ( 1 H. m) 
SMX'^^ (F AB) 2 4 0 (M*+1) 

15 mm 8 - B 

mm 4 - B tmmz lt. i - ( a - f g i^'yuy - a , 

5 - v^t Kd- 1 H- 1. b-OV'JT-\f}£>-2- (3H) - 

2 5gJ:»9. 1 - (3 - f'J v';!/^^";!/) - 2, 3. 4, 
5-f-h-7tKn-lH-l. 5 -'<>yi;T4ff> 5 9 Omg«- 

20 ?iyco 

^li^^llx^^ h;l/ (CDC 1 , , TMSl^OTii) 

(5 : 1. 7 4 (2 H. m) . a. 0 6 (2 H, t) . 

3. 2 0 (2 H. t) , 4. 3 8 (2 H, s) , 

6. 7-6. 9 (4 H. m) . 7. 2 6 (1 H. m) . 

25 7. 7 6 ( 1 H, d) . 8. 5 1 ( 1 H. d) . 

8. 6 3 ( 1 H, b) 
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6 5 

KM:^^^ h-'l' (F AB) 2 4 0 (M^ + 1) 
9 - B 

#3|-^iJ 3 - B tmmz LT. 1 - ( 2 - f U i>Jl/ i-Jl) - 2 , 
3. 4, 5 -X h-7 t Kd- 1 H- 1. 5-K>Vi?T-\it'> m 
5 mg, 4 -— ho'^V'/^-'l/i^nv'f K4 4 OmgJiO. 1- (4 
--hoKyV^ Jl) -5 - 'JJU/^JI) -2. 3. 4. 

5 -X h7 h Kn - 1 H - 1 , 5 -07 '>'7-tf f> 8 0 Omg<£- 

(CDC 1 , . TMSl^S|5)^ii) 
10 5 : 1. 9 0 (1 H. m) , 2. 1 0 (1 H. m) . 

3. 0 0 ( 1 H, m) , 3. 2 0 ( 1 H, m) . 

3. 5 0 (IH, m) . 4. 4 7 (IH. d) . 

4, 7 0 (2 H, m) . 6. 6 0 (2 H, b) , 

7. 0-7. 5 (6 H. m) . 7. 7 0 ( 1 H, t) , 
15 7.9 0 ( 2 H. d) , 7. 9 0 (2H, d) . 

8. 6 1 (1 H. d) 

mmx^if VJ]y (FAB) 3 8 9 (M* + 1 ) 

^nm 1 0 - B 

##^J 3 - B tmmiC LT. 1 - ( 3 - t° 'J i^Jl'/ - 2 . 
20 3. 4. 5 -x h5t Ko- lH-1, 5 -K>y>?7-fe'h°> 720 
mg, 4 t>D'<>y^;l/^D5'l' K 5 6 0 mgJ:i5. l-(4 
-^VuKyV^ )\') -5 - (3 - f'j ':?;uy -2, 3. 4. 

5--r h5 t Kd- IH- 1, 5 -Ky'/v'T-fe'h'V 1. 0 g^tf 

25 i^em^BlX^^' (CDC 1 , , TMSrtSPJ^i^) 

5 : 1. 8 0 (1 H. m) , 2. 1 0 (1 H, m) , 
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6 6 



10 



15 



20 



25 



2. 8 5 ( 1 H. m) . 3 . 15 ( 1 H. m) . 

3. 4 0 ( 1 H. m) . 4 . 2 9 (1 H. d) . 

4. 5 8 ( 1 H. d) , 4. 7 0 ( 1 H. m) . 

6. 5-6. 7 (2 H, m) . 

7. 0- 7. 3 (5H. m) . 7. 7 8 (IH. d) . 

7. 9 3 (2 H. d) . 8. 5 9 (1 H, d) . 

8. 6 9 (1 H, s) 

!aSX'<^ h;l/ (FAB) 3 8 9 (M* + 1) 
1 1 - B 

##^J 3 - BtmmizLr. 1 - ( 4 - t° U 'JJl/ "f-Jl) - 2 . 
3. 4. 5 -X ^5 t Kd- 1 H- 1. 5 -'<>'/i?7-lfk°> 450 
mg, 4 hDOy-r;l/^D7'l' K3 5 OmgJ;l9, l-(4 
-^haK>V4 Jl) - 5- (A - t'^} i^Jiy^f-)l) -2, 3. 4. 
5-7^hvtKn-lH-l. 5 -'O Vv'THft: > 7 3 Omg^ 

mm%^m7.K^ h;u (cdc i , 

6:1. 8 7 (1 H. b) , 2. 



2. 8 9 (IH, b) . 3 

3. 4 0 ( 1 H, b) . 4 

4. 5 9 ( 1 H. d) , 4 

6. 3 4 (2 H, m) . 7 

7. 1 3 ( 1 H. m) , 7 
7. 9 7 (2 H. d) , 8 

SMx^:? (FAB) 
mm 1 2 - B 

1- ( 4 h a/<;>y^;u) -5 - ( 2 - b" 'J v'yi/y ^;u) - 



. TMSrtSBJ^ip) 

10 (1 H, b) 

17 (1 H. b) 

2 3 (1 H, d) 
7 4 ( 1 H. b) 
0 1 ( 1 H. d) 

3 6 (4 H, m) 
6 2 (2 H, d) 



3 8 9 (M* + 1) 
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6 7 

2. 3, 4. 5 -X h V t Kn- 1 H- 1. 5 -^>'/->'T-t't°> 
8 3 Omg. mtm-tirlly\^m^Z 9 1 gOMxf-;U^^3 0 

iffSILy^o ^oD*;i/A/>^y-;b= i o 0/ 1 -C^iiJ^nsii 
^<1:(9. 1- U-Y i JKy^/^ )\,) - 5- ( 2 - t° U ^ 
^U) -2, 3. 4. 5 -7^ h5 t Ka- 1 H- 1 . 5 -'OVv^T 
10 4f f>5 8 Omg^lf^p 

M^*q|X^^ (CDC 1 , , TMSrtSBi^ip) 
5 : 1. 8 6 (IH, b) , 2. 0 5 (IH. b) . 

2. 9 5 (IH, b) , 3. 17 (IH, b) . 

3. 4 9 (IH. b) . 4. 4 7 (IH, d) . 
15 4.6 9 (2 H. m) , 6. 3 5 (2H, d) . 

6. 6 5 (2 H. m) . 7. 0 - 7. 3 (5 H. m) , 

7. 5 3 (IH, d) . 7. 6 5 (IH. m) . 

8. 5 8 (1 H, m) 

MfiX^^ (FAB) 3 5 9 (M*+1) 
20 1 3 - B 

^^mi 2-'Qtmm^LX. l- (4-xhnOy^;l.) - 
5- (3-b*U>';Uyf-;l/) -2, 3, 4, 5-xh7tKD- 
lH-1. 5 -^>'/i>7-t'k'> 1. 05gJ;«9, l-(4-T$ 
- 5- (3-f'J -2. 3. 4, 5- 

25 xH^tKn-lH-l. 5 -KVV^v^T'lf f> 7 0 0 m g<£•^iyro 
Mm^HX'^^ h;l/ (CDC 1, , TMSrtSP^ip) 
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6 8 



10 



15 



20 



25 



0 : 1 . 


no /ITT u. ^ 

7 8 ( 1 H, D ; 


•* 

. 1 . 


r\ n /ITT 

9 7 (In, 


b ; , 


2 . 


8 2 ( 1 H, b ) 


. 3 . 


14 ( 1 H, 


b) , 


3. 


3 6 (1 H, b) 


. 4 . 


3 0 ( 1 H, 


d) . 


4. 


5 5 (2 H. m) 


. 6. 


3 4 (2 H. 


d) . 


6. 


7 0 (2 H. s) 


. 7. 


0 - 7 . 3 


(5 H. m) . 


7. 


7 9 ( 1 H, d) 


. 8. 


5 4 (1 H. 


b) , 


8. 


6 5 ( 1 H, b) 








nMxK^ Ml/ (FAB) 


3 5 9 


(M* + 1) 




1 4 - 


B 









^%mi 2 -BtmwzLr, 1- (4 h D^^y-r;!/) - 

5- (A-h'iJi^Jl/^Jl) -2. 3. 4. 5--rh^tKD- 
lH-1, 5 -^>Vi;'T-fe'f> 7 3 Omg J;*9, l-(4-T$ 

yov^ji) -5 - (4 - t'u v>;uy -2. 3. 4. 5- 

7^hvtKo-lH-l, 5 -KyVi^T-^ft'y b 6 Qmg^'^ftc 
mm^^m7.^i^ h;U (CDC l, . TMSF«3SB^ip) 
5:1. 8 3 (1 H, b) . 2. 



0 3 ( 1 H, b) 
16 (1 H. b) 
3 0 (1 H, d) 
6 8 (IH. b) 
6 9 (2 H, d) 
, 7. 3 6 (2 H 



2. 8 7 (1 H. b) . 3. 

3. 4 1 (1 H. b) , 4, 

4. 5 7 (1 H. d) . 4. 
6. 3 5 (2 H. d) . 6, 

7.0-7. 1 (3 H. m) , 7. 3 6 (2 H. d) , 

8. 5 6 (2 H, d) 

tT.^^ (F AB) 3 5 9 (M*+1) 

m 5 - B 

tK^^T. 4. 5 -v'h Kd- 1 H- 1 , 5 -'<>y>'THf t°>- 
2-(3H)-;t>l. OgON. N-'J/i-Jlt^JlATi h^m^ 
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3 0 m 1 {C7K5^'fl::h h U -t^A 5 4 0 mg^^^, tK/^TSO^. M 
iiiSIL^o :^DO;f.;UA/;<i^y-;l'/7>*-77K=2 0/1/ 

0. i-e^ai^nsS^JJ;^. 1- [2- (1 -t°DU ':^-;u) x 

5^;l/3 -4, 5 -v't Kd- 1 H- 1. 5 -^yyv'T-t' f>- 2 
10 - (3 H) 1. 6 g«-|#fco 

(CDC 1 J . TMSrtSiJ^^i) 
5:2. 4 - 2 . 5 ( 6 H, m) . 2 . 6 6 ( 2 H, m) , 
3. 6 4 (2H. t) . 3. 9 8 (2H. t) . 
6. 90 (IH. d), 7. 0-7. 1(2H. m). 
15 7. 2 5 ( 1 H. m) 

RgX'^^ h;l/ (FAB) 2 5 0 (M* + 1) 
##^J 1 6 - B 

##^?tj 1 5 -BiTOtcLT. 4. 5-i?t Kd- IH- 1, 5 
_/<>Vi;74f t*>- 2 - (3H) Ogtl- (2-^ 

20 Dnx5^;l/) e'^U >^>ii®StSl. 16gJ:<9. l-(2-t°'<U 
v?yxf-;l.) -4. 5 -v't Ko- 1 H- 1. 5 -K^^i^T-tf f 
>-2-(3H) -;t->l. 68g^^i/:e 

h;!/ (CDC 1 , , TMsraW) 

5 : 1. 2 5 (2 H, b) . 1. 3 9 (6 H, m) . 
25 2. 3 7 (2 H. b) . 2. 4 6 (4 H. m) . 

3. 6 9 (2H. t) , 3. 9 5 (2H, t) . 
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6. 9 1 ( 1 H, d) . 7. 0-7. 1 (2 H. m) . 

7. 3 0 ( 1 H, d) 
M*X'<^ (E I ) 2 7 3 (M* ) 

#%^J 1 7 - B 

5 5-BtmmizLX, 4. S-v^^bKn-lH-l. 5 

-OV-yr-^ffy- 2 - (3H) Ogil- (3-^7 

U vy/nt°;U) - 4. 5 - t Kd- 1 H- 1 . 5-OVy7 
4ft°>- 2 - (3 H) -;r> 1. 7 7g^lifCo 
10 h>'U (CDCl , . TMSF«3S|5^ip) 

(5:1. 38 (2H. b). 1. 5-1. 6 (4H. m). 

1. 7 2 (2 H. m) . 2. 2 9 (6 H, m) . 

2. 4 9 (2 H. t ) , 3. 7 4 (2 H. t ) , 

3. 8 7 (2 H. t ) , 6. 8 4 ( 1 H, d) . 

15 7. 0- 7. 1 (2 H, m) , 7. 2 0 (1 H. d) 

MX^^' h>'l/ (F AB) 2 8 3 (M*+1) 
##^J 1 8 - B 

##^J 1 5 -BilSl^ilcLT. 4, 5 -v?h Ko- 1 H- 1. 5 
-'Ol/v^T-lf h°>- 2 - (3H) -:t>l. 0 g <!: 2 - i^^ 
20 7^ yi^;l'i?0 7'r Klii?:Sl. 05gJ:!9. l-(2-i^y^ 
;U7 i y - 4 , 5 - v;^t Kn- 1 H- 1 . 5-K>V'J7 

t-h°>- 2 - (3 H) -;*-> 1. 12g^'#;fco 
1^Eem*'!l>^^r5' h;!/ (CDC 1 , , TMSrtSR^P) 
6:2. 2 3 (6 H, s ) . 1. 4-1. 6 (4 H. m) , 
25 3. 6 - 4. 0 (4 H, m) , 6. 8 - 7. 3 (4 H, m) 

nmxK^ h-ZU (E I ) 2 3 4 (M* ) 
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7 1 



#%^J 1 9 - B 

##^|J 1 5 -BilSjl^fcLT. 4. 5 -v'k Ko- 1 H- 1 . 5 
-Ky^/'J7M\Ly- 2 - (3H). 0 gi 2 - i^x^-/U 

7 $ yxf-;l/^a7-r KJSi?Jll. 67gcfc»3. l-(2--:^x^ 
5 ;l/7iyj:-^;l/) -4. 5-'>"t Ko- IH- 1. 5 -'O'/i^T 
Hft°>-2- (3H) l^z^'^izo 
IfiX^^' (E I ) 2 6 1 (M* ) 

^nm 2 0 - B 

5 -Bi incite LT. 4. 5 -y't Kp- 1 H- 1, 5 

10 -Kyv"i?T4ft'>-2- (3H) -^>i. 0 gi 2 -•:>'^y^ 

ub'^I/TS yx^^U^nv^ K^eS^:©!. 9 4 g J; *3 . l-(2- 
i;>f y:/ne;UT^>'i^;U) -4. 5 -v? t Ko- i h- i. 5 
-'Oyi^T-fcff^- 2 - (3H) -^>0. 8 5g^-li^o 
MX^^ Mb (E I) 2 8 9 (M* ) 
15 ##««J 2 1 - B 

1 5 -Bi:|3|;^{cLT. 4. 5 - C^' b Kn - 1 H - 1 . 5 
-K>Vv?74f f>- 2 - (3 H) -;*->4. 9 gi 2 -yo^-g^ 
Kxf^;l/5. Og<fct), 4. 5-i?tKa-lH-l. 5-^07 
v^T-Jfh":/- 2 - (3H) -:<->- 1 -i^Kxf-;!/ 5. 9 g^^i/lio 
20 M^^HX^^^ (CDC 1, . TMSrtaS^JP) 

(5 : 1. 2 9 (3H. t) , 2. 6 1 (2H, t) . 

3. 7 8 (2 H. t ) . 4. 2 4 (2 H. q) . 

4. 4 5 (2 H. s) , 6. 8 8 (2 H. d) . 
7. 0-7. 1 (3 H. m) 

25 Kg:;;'^^ (F AB) 2 4 9 (M*+1) 

2 2 - B 
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4. 5-xtKu-lH-l. S-'OyxT-lfh"^- 2 - (3H) 
-7t>- 1 -g^^x^;U5. 9 gOi^y-vl/^Sl 2 0 m 1 {Cl N 
7\(.mt-t h U AtK^j^ 2 4ml ^ jD;i, ^ST 3 i^mW I f^o 
^m^Sr^^lf:.'^, m^mZTi^, lNm^2 Ami =S:Ua^fz'^, ^ 

lH-1. 5 -O'/v'THf t'>- 2 - (3H) - > - 1 - l^if 
1 8 0 mg^WtZo 
mmn^my^^^ (DMSO-de . TMSrtMit) 
10 5 : 2. 5 1 (2 H. t) . 3. 6 9 (2 H, t) . 

4. 30 (2H. s), 6. 9-7. 0(2H. m), 
7. 0-7. 1 (2 H. m) 
WMX^i^ h;U (F AB) 2 2 1 (M* + 1) 
##^J 2 3 - B 

15 4. 5--:;'h Kd- 1 H-1. 5-^>yi?7-bfh'>- 2 - (3H) 

-:r>- 1 -g^S^l g. 1 - t Ko + e/'Oy h UrV-^bS 7 0 

rag, i-x^;u-3- (3-':^y^;i^7^ /:^nt';u) 

i KMSJIS 770mgO7^h-7tKD7^ 2 0 m 1 fCl - 

A 0 omg«-»ax.. MSTT 1 ^mmmwifzo 

Si®5-S±L. 1- (4 1 - f'^^v'-;!^) Z?-*!/*' 

j::.;!// ^;U- 4, 5 - t Ku - 1 H - 1 . 5 -Ky Vi?74ft°> 
-2 - (3H) -5j->79 0 mg^m/::o 
25 ^^SSM^IIX^^ (CDC 1 , . TMSF«3g|5^?P) 

6:2. 3 1 (3H. s) . 2. 4-2. 5 (4H, m) , 
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2. 6 2 (2H. t) . 3. 5 3 (2H. b) . 

3. 6 6 (2 H, b) . 3. 7 6 (2 H, t ) . 

4. 5 8 (2 H. s) . 6. 8 8 (2 H, d) . 

7. 0 - 7. 1 (2 H. m) . 7. 2 0 (1 H. d) 
5 h;l/ (FAB) 3 0 3 (M*+1) 

m^m 2 4 - B 

##^|J2 3 -B ilq^i^tcLT. 4. 5 - v>" t Ko - 1 H - 1 . 5 

-oyi^THf h°>- 2 - (3H) i-mtki g, i-'y 

y f-;l/T $yh°'<'Jv^>510mg<fcf91- (4 - i^/^J\^7 i J 
10 'J J) t))\^-!f-^=-)\^^'i-)\/- ^, 5 - t Hd- 1 H- 1 , 5 

-'O'/v^T-lf h°>- 2 - C3H) -;i->7 1 Omg^^y^o 
^a^^RlX^^ (CDC 1 » . TMSF^raii) 

5:1. 4-1. 6(2H. m). 1. 8-1. 9(3H, b), 

2. 29 (3H, s). 2. 3-2. 4 (IH. m). 
15 2. 6 - 2. 7 (3 H, m) , 3. 0 9 (1 H. t) , 

3. 7 6 (2 H. t ) . 3. 8 6 ( 1 H, d) , 

4. 5-4. 6 (3 H. m) , 6. 8 8 (2 H. d) , 
7. 0 - 7. 1 (2 H. m) , 7. 2 0 (1 H, d) 

h;l/ (F AB) 33 1(M*+1) 
20 2 5 - B 

^nm2 Z -BtrnmizLT, a, 5->^t Ko- 1H- l, 5 

-KyV'JT-ift°>-2- (3H) l-ffMl g, 4 - b° 

t°^'J v>6 7 OmgJ:»3 1 - (4 -t°^'J i^y h"^ U 
y) :^;l/;}-:^;uy^;U-4, 5 - t Kd - 1 H - 1 , 5-^>y 
25 v>T-tf t°>- 2 - (3 H) -^>9 3 Omg<£-lifco 

iKSK^^'ilX'^^ b-*!^ (CDC 1 3 . TMSF^SU^ip) 
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5:1. 4-1. 5 ( 3 H. m) , 1 . 5-1. 6 ( 4 H, m) . 

1. 7-2. 0(4H. m). 2. 4-2. 5(4H, m). 

2. 6-2. 7 (3 H. m) , 3. 0 6 ( 1 H. t) . 

3. 7 6 (2H. t) . 3. 8 6 (IH. d) , 
5 4. 5 5 ( 2 H. s) . 4. 6 5 (IH. d) . 

6. 8 8 (2 H, d) . 7. 0-7. 1 (2 H. m) . 

7. 2 0 (2 H. d) 

KMX<^ hJl iF AB) 37 1(M*+1) 

m^m 2 6 - B 

10 1M*'7 > • T- h7 h >^?S40m I l-[2-(l 

- fo ij v'-;!.) x^;l/] - 4, 5 - b Ko- 1 H - 1 , 5 -'^ 
yy-^THf h'>- 2 - (3H) -tyi. 6 g©T- h-7 t Kn7-7 

6 m 1 ^m^M&T 3 0^. m^mMfk 6 m 1 ^rJDX. 3 0 ^Uan^M 
15 gSLfco ^i««:S*L/^^. SM<£:7K{-^ML, •:?xf^;l/i-f-;l/ 

20 -^U/T^^-TtK^ 1 0/1/0. lT-?§ai^tl51i^«tt), 1 

- [2 - (1 -t°o U if'-'L'] - 2, 3, 4, 5-xhv 
tKo-lH-l. 5 -K>y-:^7-if h'> 1. 1 8 g^^#y::o 

M^^llx^^' (CDC 1 , . TMSrtMiP) 
<5:1. 8-1. 9 (8H, m), 2. 58 (2H. b), 
25 2. 7 4 ( 4 H, t) . 3. 1 5 (4H. m) . 

3. 4 0 (2 H, t) , 6. 6 5 (2 H, d) , 
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6. 7-6. 8 (2 H. m) , 6. 9 1 ( 1 H, d) 
^m7.K^ ^J\y (F AB) 2 4 6 (M^+1) 
##t«J 2 7 - B 

##fij2 6 -B tIaltStcLr. 1- (2 - f^'J ^'yxf-;!/) - 
5 4, 5-v?t Ko- IH- 1. 5-'^>yi?T4fh°>-2- (3H) 

6 8gj;t), 1 - (2 - t°^u •:;'yxf-;u) - 2. 3,. 
4. 5 -r h7 t Kn- 1 H- 1 . 5 -OV-JT-ift'y 1 . 3 1 

M^«:^'<^ h;!/ (CDC 1 , . TMSrtSB^ii) 
10 5:1. 4 4 ( 2 H. m) . 1 . 5 - 1 . 6 ( 4 H. m) . 

1. 8 5 (2H. t) . 2. 4 5 (4H. b) . 

2. 5 8 (2 H, t ) . 3. 14 (4 H. q) . 

3. 3 5 (2 H. t) , 6. 6 4 (2 H, d) . 

6. 7 - 6. 8 (2H, m) , 6. 9 1 (1 H. d) 
15 MX^^' (E I) 2 5 9 (M* ) 

2 8 - B 

2 6 - B tmmz IX. 1 - ( 3 - u V? y/u t°ji^) 

-4, 5 -i^t Kn- 1 H-1. 5-^>V-:>T-ifh'>- 2 - (3H) 
-;i->l. 7 7gJ:t). 1 - ( 3 - U i;'^ :/o f;!/) - 2 . 3. 
20 4, 5 -xh-7t Ko- IH- 1. b -OV'JT-at'y 1. 0 6 

mmm^m7,K^ (cdci, . tmsf»3Sb^ip) 

(5 : 1. 4 4 (2 H. b) . 1. 5 - 1. 6 (4 H. m) . 

1. 8- 1. 9 (4H. m) , 2. 3 8 (6H. b) . 

25 3. 1 - 3. 2 ( 6 H. m) , 6. 6 4 (2 H. d) . 

6. 7-6. 8 ( 2 H. m) , 6. 8 8 ( 1 H, d) 
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e*;^^^ h;U (F AB) 2 7 4 (M*+1) 

^nm 2 9 - B 

#%«?|J2 6 - Btmm^LX, 1 - ( 4 -j(=}-Jl- 1 - i>" 
5 ■>'74ft°>- 2 - (3H) -^>7 3 OmgctO. 1- [2- (4 

-y 1 - t°^5-:^-;u) -2. 3. 4, s-xh^ 

tKo-lH-l, 5 -^^^i^T-trf^e 0 Omg^^t^o 

mm%^m7.K^ hJi (CDC I ^ , TMs\*i^m) 

5 : 1. ■ 8 5 (2 H. t) . 2. 2 9 (3 H, s) . 
10 2. 4 - 2. 6 (8 H, b) . 3. 1 5 (4 H. t) . 

3. 3 3 (2 H. t) . 6. 6 4 (2 H. d) , 
6. 7 - 6. 8 (2 H, m) . 6. 9 1 (1 H. d) 
mmx^i^ hJl^ (F AE) 2 7 5 (M*+1) 
#%^J 3 0 - B 

15 ^^0i]2 &-BtmmzLT, 1- (A -i^/f-JlT i y t°K^) 

'yj) tiJl^:^;l/'f-Jl-A, 5-i>t Kn- 1 H- 1. b-O'/ 
v^T-tre^- 2 - (3H) -;t>7 0 Omgckf?. l-[2-(4 
-i^y^;UT$ / f^'J i^y) - 2. 3. 4, 5-xh7 

t Kn- 1 H- 1. 5-^>Vi^T-ift'y6 0 Omg^^#/=o 

20 figX'^^ (E I ) 3 0 2 (M* ) 

#%««J 3 1 - B 

##^J2 6 -BilHl^tcLT. 1- (4 - t'^U e^ij i^y) 
^;b;i{ji;Uy 4, 5 - t Kp - 1 H - 1 , S-^^^v^T 

'\zt°>-2- (3H) ->l->900mgJ:»3, 1- [2 - (4-t: 
25 '^ij t°^'; ) -2. 3. 4. 5--rh-5bKn- 

lH-1. 5 -OVv'T-t't'^B 3 0mg^f§;to 



wo 94/20473 



PCT/JP94/00391 



Mm^ll:;^^^ |s;U (CDC 1 5 , TMSrtSP^m) 

(5 : 1. 4 3 (2 H, b) . 1. 5 - 1. 6 (6 H. m) . 

1. 7 - 1. 9 (4 H. m) 2. 0 2 (2 H. t) , 

2. 2 8 ( 1 H. t) . 2. 5 1 (4 H. b) . 
5 2. 5 7 ( 2 H. t) . 3. 0 3 (2 H, d) . 

3. 1 5 (4 H. m) . 3. 3 4 (2 H. t) . 

6. 6 4 (2 H. d) , 6. 7 - 6. 8 (2 H, m) , 
6. 9 1 (1 H. d) 
MX'^^ (F AB) 3 4 3 (M*+1) 
10 3 2 - B 

10 mill. l-i2-i^;f^Jl7lJ:x.^}l)-1, 5-'Jt 
Kn-lH-1. S-'OVv'T-tff^- 2 - (3H) -;j-V9 6 0 
mgCDT-hyt Ka7 7>^?fi[l 0ml ^Jnx., 2 4 I^F^jD^aJSi 

*S*L, 1- (2 - f-;l/7$ yxf^;l/) -2, 3. 4, 5- 
xh^t Kn - IH - 1. 5-OV'JT-^t'>6 0 Omg*^i^o 
20 3 3 - B 

#%««J3 2 -Bi|5|;^{cLT, 1- ( 2 - i^x^;UT $ / if^-'W 
-4. 5 - v^t Kd- 1 H-1. 5-^>7>'7-tf t'>- 2 - (3H) 
-;i->L3 8gJ:»9, 1 - ( 2 - i;x^;l/7 ^ y x^;U) - 2 , 3. 
4, 5 -X h5 h Ko- 1 H- 1. 5 -'Oyv^-fe* t°>l. 2 5 g 

25 ^•?iy::o 

!Kai^^q|X'<^ (CDCl s . TMSrtSR^^») 
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7 8 

<J : 1. 0 8 (6H, t) , 1. 7 - 2. 0 (2 H. m) , 

2. 6 8 (4 H, q) . 2. 8 0 (2 H, m) , 

3. 1 5 (4 H, t) . 3. 3 7 (2 H, m) , 
6. 4-7. 0 (4 H, m) 

5 KSX^^ (E I ) 2 4 7 (M* ) 

#^^J 3 4 - B 

^^mz 2 -B tmWzLT, 1- (2 -i^'r7:^nh°;i'T = y 
xf-;U)-4, 5 --^'t Kn- 1 H- 1. 5 -K>yi^T4ff>- 
2 - (3 H) -;*■> 8 5 Omg 1 - (2 - v^-T V^d f;l'T 
10 5yji^;U)-2. 3. 4. 5 -T- h V t Ko- 1 H- 1, 5 -'^ 
>y>'T4ft:°>8 3 Omg^#fco 

(CDC 1, . TMSF^gp^^ip) 
<5:1. 10(12H. d). 1. 8-2. 0(2H. m). 
2. 7 4 (2 H. m) , 3. 0 - 3. 5 (8 H. m) , 
15 6. 4 - 7. 0 (4 H. m) 

Mx^rJ' H;!/ (E I ) 2 7 5 (M* ) 
3 5 - B 

^}%T. 1- [2- (1 - fD 'J v^-;U) -2. 3. 4, 

5-f-|>7t Ko- IH- 1, 5 -^^Vv'T-lf b'> 1. ISgi 
20 hUi^;U7$>0. 6 7 m 1 Oi^^ nn^ ^ 2 0 m 1 {C 4 
-ji ho'<>y^;b^n5-l' K8 9 Omgt:Ua^, n^i^T immU 

25 --eiftSILfco on;^;UA/y ^y-;l/= 3 0/ 1 -e^ai^n 

sli^J;*?. 1- (4 ho^>y>r;i/) - 5- [2- (i-t° 
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n ij xf-;l/] - 2, 3. 4. 5--rh7tKo-lH-l. 

5 -K^'/xT-tf 1. 8 1 g^^^e 

mm^^m:^^^ (cdc i , . TMsrtSR^m) 

<S : 1. 6 4 (2 H. b) . 1. 8-1. 9 (4 H. m) . 
5 2. 0 9 ( 2 H, b) . 2. 6 1 (4 H, d) . 

2. 7-2. 9 (3 H, m) . 

3. 1-3. 3 (2H. m) , 

3. 4- 3. 5 (2H. m) , 4. 6 4 (IH. b) , 

6. 5 5 (2 H, m) . 7. 0 0 (1 H. d) . 
10 7. 1 ( 1 H. m) . 7. 4 1 (2 H. d) . 

7. 9 6 (2 H, d) 

MX^^ h;!/ (F AB) 3 9 5 (M* + 1) 
##««J 3 6 - B 

5 -Btmm^ir, i- (2 -f^'j i^yx^^i/) - 

15 2. 3. 4. 5 -X h7 t Ko- 1 H- 1. 5 -0'/i^74: b°> 
1. 3gJ:«9. 1- iA-^hoOV^Jl) -5- (2-t°^'J 
v>yxf^;l/) -2. 3. 4, 5-r h7t Kn- 1 H- 1, 5 
>Vv?7Hff> 1. 5 6 g^-llfco 

h-'U (CDC 1 , . TMSF«3a5^?i) 

20 5 : 1. 4 5 (2 H. b) . 1. 6 - 1. 7 (4 H. m) , 

1. 8 7 (1 H. b) , 2. 0 8 (1 H, b) . 

2. 4 9 (4 H. b) , 2. 6 - 2. 7 (2 H. m) , 

2. 8 8 (1 H, m) , 3. 1 5 (1 H, m) . 

3. 2 9 (1 H, m) . 3. 5-3. 6 (2 H, m) , 
25 4. 6 6 ( 1 H. m) . 6. 5 6 (2 H, m) . 

7. 0 0 (1 H. d) . 7. 1 ( 1 H. m) . 
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7. 4 1 (2 H. d) , 7. 9 8 (2 H. d) 
K«X^^ h-'U (F AB) 4 0 9 (M*+1) 
##^!| 3 7 - B 

^^mz 5 - Btmmizix, i- (3 -e^^'j i?y^ne;i.) 

5 -2. 3. 4, 5-7"h7t Ka- IH- 1. 5 -K>'/->'T-lf t° 
>1. 06gJ:»). 1 - (4-^hD^>7-f;b) -5- (3-fc° 
^'J i^y/o - 2, 3. 4. 5 -f- h^h Ka- 1 H- 1, 
5 -K^yv'T-tf t'> 1. 5 5g<&^i^o 
^fiSm^B.lT.'^^ h;U (CDC 1 s . TMSF*3Mi») 
10 d : 1. 4 4 (2 H. b) . 1. 5 9 (6H. m) . 

1.8 6 (3H. b) , 2. 0 8 (IH, b) . 

2. 3- 2. 5 (4H, b) , 2. 8 3 (IH. m) , 

3. 14 ( 2 H. m) , 3. 3 8 ( 1 H. m) . 
3. 4 9 ( 1 H, m) . 4. 6 3 ( 1 H. m) , 

15 6. 5 6 ( 2 H. m) . 6. 9 7 (1 H. d) , 

7. 1 1 ( 1 H. m) . 7. 3 7 (2 H. d) , 
7. 9 9 (2 H. d) 
KgX'<^' h;U (F AB) 4 2 3 (M* + 1) 
3 8 - B 

20 #%^J3 5-Bi|lI^{cLT. 1 - [ 2 - ( 4 - > 1 - t° 

K^'J^Jl) -2. 3, 4. 5--rh7t Ko-lH-1. 

5 -'<>V':^T-lff> 6 0 Omg JiO. 1- [2- (4-y^;l/- 

1 -tf^^i^-;!/) -5 - ( 4 ho^o-Z-r^u) -2. 

3. 4. 5 -f- hv b Kn- 1 H-1. 5-0"/i?THff>7 2 0 
25 mg<&^#/::o 

)tgfiSm*'!|:^'<^' h>'l' (CDC 1 8 , TMSrtra^ll) 
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8 1 



J\ . 1 

0 : 1 . 


o 7 ^ 1 tj ^-rt ^ 
o ( 1 1 n t m; 


n 

t c . 


U o \. 1 n , 




o 

z . 


Z 0 k 0 n , S ^ 


9 




/'inn m ^ 
\ i u n , Juj 


2. 


9 1 ( 1 H, m) 


, 3. 


16 ( 1 H , 


m) , 


3. 


2 8 ( 1 H, m) 


. 3. 


5 4 (2 H. 


m) , 


4. 


6 4 (1 H, m) 


. 6. 


5 6 (2 H. 


m) . 


6. 


9 7 (1 H, d) 


. 7. 


11 (IH, 


m) . 


7. 


3 9 (2 H. d) 


. 7. 


9 7 (2 H, 


d) 


MTsKi/ h;l/ (FAB) 


4 2 4 


(M* + 1) 





3 9 - B 

10 ^^ms ^ -BtmwzLT, 1 - [2 - (4 - v>v^;uT ^ y 

t'^t)'jy)-2, 3, 4, 5-7"b5t Ko- IH- 1. 5-K 
>yv?T4ft°>8 0OmgJ:t). 1- [2 - (4 -'Jj^=f-JlT i J 
f^'Jv^y) x^;l/] -5 - (4 hn'Oy^f^U) -2. 3. 
4, 5 -x h7 t Ko- 1 H- 1, 5 -^>'y-:;'T4f f> 5 1 Omg 
15 ^?|^o 

mL%^^^7.^^ h;U (CDC U , TMSF*3SP^ip) 
«5:1. 86 (2H. d). 2. 0-2. 2(6H. m). 
2. 2 5 (6H. s) . 2. 6 3 (2H. m) , 

2. 9 1 (1 H, m) , 3. 0 4 (2H. m) , 
20 3. 1 5 ( 1 H, m) . 3. 2 6 ( 1 H. m) . 

3. 5 3 (2 H, m) . 4. 6 3 ( 1 H. m) . 

6. 5 6 (2 H. m) , 6. 9 7 ( 1 H. d) . 

7. 1 1 (1 H. m) . 7. 3 9 (2 H. d) , 
7. 9 7 (2 H, d) 

25 MX^^ h.'b (F AB) 4 5 2 (M*+1) 

##09 4 0 - B 
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##^|J 3 5 - B tmmi^ LT. 1 - [ 2 - ( 4 - U / t°'< 
>J i>y ) xf-;U] - 2. 3, 4, 5 -X h7 t Kd- 1 H- 1 . 5 
-^>7i>"7-tf h" >8 8 Omg 1- ( 4 - ^ h oKi/V^ Jl) 
- 5 - [2 - (4 -ti^U v'y f^'J e^y) if-;!/] - 2. 3, 4, 
5 5 -7" h7 h Ko- 1 H- 1. 5 -'OVi^'T-lf t°>8 9 Onig<£- 

M^*i!|7>^^ h;U (CDC 1 , , TMSrtiaJ:^^) 

(5:1. 3-2. 3 (16H. m). 2. 67 (2H, b), 
2. 8 9 (1 H. m) . 3. 0 - 3. 6 (9 H, m) , 
10 4. 6 1 (1 H. m) , 6. 5 8 (2 H, m) . 

6. 9 7 (1 H, d) , 7. 1 3 (1 H. m) . 

7. 3 7 (2 H, d) . 7. 9 7 (2 H. d) 
hJl (.F AB) 4 9 2 (M"+1) 

m^m 4 1 - B 

15 ^^mz 5 -B tmmzLx, l- (2-i?y5^;l/7= yif-;i/) 

-2, 3. 4, 5 -7^ h7 t Kn- 1 H- 1. 5 -^>y v'T-tf f 
>600mgJ:f9, 1- ( 2 - ^;U7 $ y -5 - (4 

-.r.hDOV>f;U) -2, 3. 4. 5 b ^ t Ko - 1 H - 1 . 
5-OVi^7-ift'>5 1 Omg^ff^o 

20 ##^y 4 2 - B 

^^MZ b-BtmmiZlX, 1- (2 -i^x^;U7$ yxf-;|.) 
-2. 3. 4, 5-7^h-5tKD-lH-l. 5-OV>'7-lfb* 
>1. 2 5gJ;»3, 1 - (2 -i>xf^;l,7i yxf^^b) - 5 - (4 
-xhnOy>r;U) -2, 3, 4, 5 h 7 t Kn - 1 H - 1 , 

25 5 -K>'/i;7-lf f>0. 9 g^?#/::o 

KSX'^i? (E I ) 3 9 6 (M* ) 
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##^J 4 3 - B 

##«SJ3 5 -Bi|5|t^<cLT. 1- (2 -i>^7^Dt°;U7$ y 
if-;l/) -2, 3. 4. 5-xh7t Kd- IH- 1. 5-^07 
i^T-tft°>8 3 Omgckf), 1- (2->'>rv:^nf;U7 5>/x^ 
5 ;U) - 5 - (4 hu'Oy-r-'U) - 2, 3. 4. 

Kn- 1 H- 1. 5 -'Oyi^THf t°>6 1 Omg*^f/::o 

HfiX^^ h^b (E I ) 4 2 2 (M* ) 
#%«?IJ 4 4 - B 

1- (4 hn^>y'1';U) - 5- [2- il -t°v^) -J^Jl) 
10 if-;l/] -2. 3. 4. 5 --r h7 t Kn- 1 H- 1 . 5-'<:/^/ 
i?T-lfb°>l. 8 g, 1 0%/^■5•:^':7AK^l 8 Omg®S^®?^^6 
3 Oml^r. MTT'7K^^]!lDL^o SlEf^^r-fe^-T h^i^tyr^, 

i?xf^;Uji-x;UgfeL. 1- U -7 I ^ J\^) -5 - [2 

- (1 - t°n U i^-;!/) j:5^;U] - 2, 3. 4, 
-lH-1. 5 -'O'/i^THfb'y 1. 44g^^ifco 
iKSam^ll:^^^' b-'l' (CDC Is , TMSF«3a5^ip) 
20 <5 : 1. 6 4 (1 H. b) . 1. 7 9 (6 H, b) . 

2. 0 2 (1 H, b) . 2. 6 0 (3 H. b) . 

2. 9 0 (IH. b) , 3. 16 (IH, b) . 

3. 2 9 (1 H. b) . 3. 5 5 (1 H, b) . 
3. 7 0 (2 H. s) . 4. 5 8 (1 H. b) . 

25 6. 3 8 (2 H, d) , 6. 6 0 (2 H. m) , 

6. 9 6 (2 H, d) . 7. 11 (3 H. m) 
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KgX^^ hvb (F AB) 3 6 5 (M* + 1 ) 

mnm 4 s - b 

^nmA 4 -BtmmzLx, i- (4 -^hDK>'vv;i') - 

5- (2 -h'^^U •I^'/i^^U) - 2. 3. 4, 
5 lH-1. 5 -'Oyi^T-b? f> 1. 55gJ;f9, l-(4-7^ 

y^^y^r-'U) - 5- (2 - f^^y v?/xf-;u) -2. 3, 4, 5 

-f- ^7 t Ko- 1 H- 1. 5 -O^v^'T-feff^ 1. 2 3g^?# 

/Co 

Mm^UX'^ii^ h^U (CDC 1 , , TMSrtg|5!^<^) 

10 <5 : 1. 4 4 (2 H. b) . 1. 5 9 (6 H. s) . 

1. 8 2 (IH. b) . 2. 0 2 (IH. b) . 

2. 4 8 (3 H, b) . 2. 8 9 ( 1 H, b) . 

3. 1 6 (1 H. b) . 3. 3 0 (1 H, b) . 
3. 5 1 (2 H, b) , 3. 6 9 (1 H, b) . 

15 4. 5 9 ( 1 H, b) . 6. 3 8 (2 H. d) . 

6. 6 0 (2 H. d) , 6. 9 6 (2 H. d) . 

7. 0 7 (3 H, m) 

MgX^^ (F AB) 3 7 9 (M*+1) 

m^m 4 6 - B 

20 ^^m^ A-BtmmizLT, l- (4--ho<>y^;b) - 

5 - (3 -h°^U >>V:/ah°;l/) - 2. 3. 4. 5--rb7tKa 
-lH-1, 5-^>V'J7-\f\^>l. 55gJ:«9. l-(4-T 
$ yO'/>f;l') - 5 - (3 -hX>j i^y T^DhVl/) - 2, 3, 4. 
5-xh7tKa-lH-l, 5 -K>Vi?T-b't'> 9 8 Omg<£- 

25 mtio 

mm^^mT.^^ h;u ccdc 1 3 . tms^sp^^p) 
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X , 1 

0 : 1 . 


A O 

4 3 


( 2 H, b ; 


. 1 . 


0 y 




xn) 


1 

1 . 


Q 

O 


0 n /' 0 14 
Z . U n 


I D ; 


9 


n 1 


( 1 T4 


0 


Q 7 

0 r 


V, D n , D ; 


o 

* ^ . 






D ; 


3. 


1 4 


(IH. b) 


. 3. 


3 5 


( 1 H, 


b) 


3. 


4 8 


(IH. b) 


. 3. 


7 0 


(2 H. 


s) 


4. 


5 7 


(IH, b) 


. 6. 


3 8 


(2H. 


d) 


6. 


6 1 


(2H. d) 


, 6. 


9 5 


(2 H. 


d) 


7. 


0 7 


(3H. m) 














(FAB) 


3 9 3 


(M* 


+ 1) 





10 4 7 - B 

4 -Bil^^ULT, 1- [2- (4 1 -h° 
^^i?-;!/) i^^U] -5 - (4 hD'<>^/'r;U) -2. 3, 
4. 5 --r t Ko- 1 H-1, 5^^>y v?7-bf t'> 7 0 0 m g 
«t»9, 1- (4-7$ 'f;!/) -5- [2- (4-y^>'U- 

15 1 - t-^^v^-;!/) J^f-^'U] - 2, 3. 4. 5--rh5tKa- 
lH-1, 5 -'<>l/>'T-fe*h*'>5 1 Omg*^#y;:o 
^am^UX'^i? h;l/ (CDC 1 , , TMSM^ii) 
5 : 1. 6 4 (4 H. s) , 1. 8 2 (1 H. b) . 

2. 0 3 (1 H. b) . 2. 2 8 (3H. s) , 

20 2. 4-2. 7(5 H. m), 2. 89(1 H, b). 

3. 17 (1 H. b) , 3. 2 9 (1 H, b) . 

3. 5 4 (2 H. b) , 3. 7 1 ( 1 H. b) . 

4. 5 9 (1 H. b) , 6. 3 8 (2 H. d) , 
6. 6 1 (2 H, d) , 6. 9 5 (2 H. d) , 

25 7. 0 7 ( 3 H, m) 

MX'<^ h^b (F AB) 3 9 4 (M* + 1) 
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##{^J 4 8 - B 

#^«?|J4 4 -BiH^IStcLT. 1- [2- (4 -v^^f-^l/T ^ / 
hXiJi^y) x^;l/] -5 - (4 Ko'Oy-r;!/) -2. 3. 
4. 5--r h-7 k Kd- 1 H-1. b-<yVi/T-ift'> 5 0 0 m g X 
5 10. 1 - (4 -7 i y^^'/'I'^W - 5 - [2 - (4 -i^^^^UT 
$ y f<U v'y) - 2. 3, 4, 5--rh7tKo-lH 

-1. 5 -'<>7i^T-ferb°>2 8 Omg^^iy::o 
Mm*".!:^^^ h-'U (CDC 1 3 . TMSrtSPlii^) 
<5 : 1. 5 6 (4 H, m) . 1. 8 0 (2 H. d) , 
10 2. 0-2. 2(4 H. m), 2. 27(6 H. s), 

2. 6 1 (2 H. t) . 2. 8 9 (1 H. b) . 

3. 0 3 (2 H. d) . 3. 1 6 (1 H, b) . 
3. 2 9 (1 H. b) . 3, 5 4 ( 1 H. b) . 
3. 7 1 (1 H. s) . 4. 5 9 (1 H. b) . 

15 6. 3 8 ( 2 H. d) , 6. 6 1 (2 H. d) . 

6. 9 5 (2 H. d) , 7. 0 7 (3 H. m) 
KSX'^i? (F AB) 4 2 2 (M*+1) 

m^m 4 9 - B 

#%^J4 4 -B iTOfcLT. 1- (4 ho/<>y^';U) - 
20 5 - [ 2 - ( 4 - f'^ U y t*'^ U V? y ) - 2 . 3 , 4 . 

5-xb7tKu-lH-l. 5 -K>Vi^7-^\^>S 3 0 m g «fc 
!3, 1 - U-Tl J<yV-(Jl) - 5 - [2 - (4 -h'/^'J 
t'^ij xf-;l/] - 2, 3, 4. 5 --f h 5 t Kd - 1 H - 1 . 
5 -K^Vi^T-^t'y 6 2 Omg^r^iy;:e 
25 ^aam^Hx^^ (CDC 1 , . TMSl^SP^ip) 

5:1. 4 4 (2 H, b) . 1. 6 1 (4 H, b) . 
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1. 8 0 ( 2 H, m) , 2. 0 5 (2 H, b) . 

2. 3 1 (1 H. b) . 2. 5 2 (3 H. b) . 

2. 6 1 (2H, s) , 2. 8 9 (1 H. b) . 

3. 0 4 (2H. d) . 3. 1 6 (1 H. b) , 
5 3. 2 6 ( 1 H, b) , 3. 5 3 (2 H, b) , 

3. 7 2 (IH. s) , 4. 5 8 (IH. b) . 
6. 3 8 (2H, d) , 6. 6 1 (2 H, d) , 
6. 9 5 (2 H. d) , 7. 0 7 (3 H. m) 
KftX'^^' h;U (FAB) 4 6 2 (M^+1) 
10 5 0 - B 

2-7x-;l/-4' - [(2, 3. 4, 5-xh7tKa-lH 
-1, 5-KyVi^T-ift'>-l-^)i^) :^;U;K-;L'] /<>XT- 
U K2 2 OmgCDT-b 1^- h U -'l/^?^ 1 0 m 1 IC. j^}%T^t3a7 
-fehT;l/xt K4 0 %7K^?g[ 2 m 1 . >itt^^m± V 'J-i^ASO 
15 mg*Jn;i. ^STl 8i^F^JIi*Ly::o R;E^S«rS*L. 

--eifSSliL/^o :5'on;^;UA-e^itJ^tlS®^J;f9, 4' -[[5 
20 - (2 -^onif^;!/) - 2, 3. 4, 5-xh5tKD-lH- 
1, 5 -'OVi^Tif h°>- 1 -^^b] 7!7;P'J^-;l/] -2-7i- 
}IK>X7^^) Kl 3 Omg^^#^o 

h;!/ (CDC 1 , . TMSrtSil^ii) 
6:1. 8 4 (1 H. b) , 2. 0 4 (IH. b) , 
25 2. 9 5 (IH. b) . 3. 1 4 (IH. b) . 

3. 4 8 (1 H, b) . 3. 5 4 (IH. b) . 
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3. 6 8 ( 2 H, m) , 3. 7 2 ( 1 H. b) . 

4. 6 2 ( 1 H. b) , 6. 6 1 (2 H, m) . 

6. 8-6. 9 (4 H. m) . 7. 10 (3 H. m) . 

7. 3-7. 6 (7 H. m) , 7. 8.4 (1 H. d) 
5 nmx^i; \^Jl (F AB) 5 10(M*+1) 

##^J 5 1 - B 

^^mi 5-BtmmiZlX, 4. 5-v>-t Ko-1H-1, 5 
-K>Vi/7-^'t'y- 2 - (3 H) 1. 6 2 g i 2 - i^ oo 

/^Jl- 1 - 1 H-'l' i ^V-)l^m.m.l. 6 7 g 

10 1 - [ ( 1 1 H- 2 -'T $ y f-^H - 4. 5 

-v?t Kd- 1 H- 1. 5 -'<>y>'T-tf t'>- 2 - (3H) 

>2. 11 g^•^§/^o 

mm%^^M7sKi^ (CDC 1 , . TMswram) 

(5:2. 5 6 (2 H. t) , 3. 7 4 (5 H. m) . 
15 5. 1 0 (2 H, s) , 6. 7 4 (1 H. s) . 

6. 8 2 (1 H. m) , 6. 8 7 (1 H, s) . 

7. 0 5 (2 H, m) . 7. 6 3 (IH. m) 
%m.7sK!7 (FAB) 2 5 7 (M* + 1) 

^nm 5 2 - B 

20 ##^J2 6 -Bi|5l;^{cLT. 1 - [ ( 1 - ^ ^;U- 1 H - 2 - 

i yyu;i') y - 4. 5 t Ko- 1 H- 1. 5-^> 

'/v'T-iffc'^- 2 - (3H) -7t->2. 05gJ:*9. 1- [(1-^ 
=f-)\^-\l{-2-^ -2, 3. 4. 5-7^h 

7tKn-lH-l, 5 -Oy-:?T-fe't°> 1. 6 6g^^#/;:o 

25 mm%^m7.^^ h;u (cdc i , , tms^ss:^!^) 

<5 : 1. 6 4 (2 H. m) , 2. 9 6 (2 H, t) . 
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3. 0 8 (2 H. t) , 3. 6 8 (3 H, s) . 

4. 4 0 (2 H, s) . 6. 7 1 (1 H. m) . 
6. 8 5 (3 H. m) , 6. 9 5 ( 1 H, s) . 
6. 9 9 ( 1 H, m) 

m&7s<^ hJ\^ (F AB) 2 4 3 (M*+1) 
5 3 - B 

^^mz 5 - Btmmz. ir, i- i {i-/i-)i-ii{-2- 

-< /i-Jl'] -2, 3, 4, 5-xh5tKo-lH- 

i^'/^)Jl) ^i-Jl] -5- (Ji hP'<>V-1';l/) - 
2. 3. 4. 5--r h7t Kn- IH- 1. b-OVi^T-^t'^ 
1. 7 5 g^^fy^o 
mM^^m^,^^ h;l/ (CDC 1 s , TMSJ*3gi5^iP) 
<5 : 1. 8 1 ( 1 H. m) . 2. 0 2 ( 1 H, m) , 

2. 9 3 (1 H. m) . 3. 2 3 (1 H. m) . 

3. 3 6 (1 H. m) . 3. 9 7 (3H. s) . 

4. 3 3 (1 H. d) , 4. 5 6 (1 H, m) , 
4. 6 5 (1 H, d) . 6. 5 5 (IH. d) , 

6. 6 8 ( 1 H. t) . 6. 8 6 (1 H, s) , 

7. 0 1 (IH. s) . 7. 1 0 (2H, d) . 
7. 2 2 (IH, m) . 7. 3 5 (IH. d) . 
7. 8 8 (2 H. d) 

Smx^^ (F AB) 3 9 2 (M*+1) 
#^^J 5 4 - B 

#^{flj4 A-BtmmzLX, 1 - C (1 - yf-vfU- 1 H - 2 - 
-^l^V^JJl) J^f-Jll - 5- ( 4 ho^>y-r-'U) -2. 3. 
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4, 5-xh7t Ko- lH-1, 5-'<>y-:^7-fe'e>2. 13g 
J:^), 1- iH-T IJ^yV^ )l) -5 - [ (l-y^;!/- IH 
- 2 -'T $ r/VU^U) y ^-'H - 2. 3, 4. 
lH-1, 5 -'Ol/v/'THf h'> 1. 5 9g^^#^o 
5 K-'l' (CDC 1 s . TMSF^gP^ii) 

<5 : 1. 6 7 (1 H, m) . 1. 9 2 (1 H. m) . 

2. 8 3 ( 1 H, m) , 3. 2 2 (2 H, m) , 

3. 6 3 (3 H. s) . 4. 3 3 (1 H. d) . 

4. 5 0 ( 1 H. m) . 4. 6 0 ( 1 H. d) , 

10 6. 2 9 (2 H. d) . 6. 7-6. 9 (4H. m) . 

6. 9 5 (1 H, s) . 7. 2 - 7. 3 (3 H. m) 
MX^^' (FAB) 3 6 2 (M*+1) 
##^J 5 5 - B 

^K?#T. 2. 3. 4. 5--r b7t Kn- IH- 1. 5-Ky'/ 
15 i^T-if b*>2 gi h Ux^>'l'7i > 1. 3 6 g© v?^' n a > >^ 
4 0 m 4 b D^>'/'r;l/^ OT'f K2. 5g©v^:^nD 
^^ymmi 0ml ^Jnx.. *?#T1 5^F^Jti$Lfco 

20 !a<&s^i^x^;^]6^t>^S^^k$■^■. i - (4 -x hooy^;i/) - 

2, 3. 4. 5-xh5t Kn- lH-1. 5-^>yv;'T4fh°> 

3. 3 7 g<£-t#:feo 

b^I/ (CDC 1 » . TMSrtSP^ip) 
(5:1. 8-2. 4(2H, m), 2. 7-3. 3(2H, m), 
25 3. 5-3. 8(1 H, m). 4. 9-5. 2(1H. m), 

6. 5-6. 7 (1 H. m) , 6. 8-7. 1 ( 2 H, m) . 
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7. 4 2 (2H, d) . 7. 9 9 (2H. d) 
MX'^^ (F AB) 2 9 8 (M* + 1) 
##09 5 6 - B 

1 - (4 hoK>y^;l/) - 2, 3, 4. 5-xh7kKa 
- 1 H-1, b-K>V'JT'ift'>Z 0 Omg, m^iJ U -t?/. 1 5 0 
mg. 2 -7'o*g^iexf-;l/2m 1 ^-i^t* 1 0 0 8 Nfra^itf^ 

atbLfco i^Kx^;l/^7K-gfe. iafn^ll7K-^L. UM^-^^^-^i/ 
OAX'^^'^, i!^m^^i:ltZo ^m^mm, >'x^;l/x--r;u 
SfeL, 5 - (4 -X haKvy-r^P) - 2, 3, 4, 5-xh5t 
Kd - 1 H-1, 5-0^/'JT-^^>- 1 -B^i?x5^;H 2 Omg 

h^l/ (CDC 1 TMSrtSS^*^) 

(5 : 1. 3 2 (3 H. t) . 1. 9 6 ( 1 H, m) . 

2. 1 6 ( 1 H, m) , 3. 1 6 (2 H. m) , 

3. 6 2 ( 1 H. m) , 3. 9 8 ( 1 H. d) . 

4. 16 (1 H, d) , 4. 2 7 (2 H, q) . 
4. 7 2 (1 H, m) , 6. 5 7 (2H. m) , 

6. 7 6 (1 H. d) . 7. 0 6 ( 1 H. m) . 

7. 4 8 (2 H, d) . 8. 0 0 (2 H. d) 
MX^^' h;U (FAB) 3 8 4 (M*+1) 

##^J 5 7 - B 

5 - (4 -X hD'Oy^r;!/) - 2. 3, 4. 5-xh-7tKD 
-lH-1. 5 -^>'/i^7-et°>- 1 -i^iJxg^;b5. 3 g, 10 
%^<v'J^l.^m5 0 OmgOB^K^ffil 0 Om 1 <&. ^^STTtK 

m^taLf^^ Kmm^-^^^ vmmLti'^, ^js^s^l^o 
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g^Kx^;U^7K-Sfe. !af0d:S7mL. i/-!? 

(4 -7 i y^Oy-f-'W - 2, 3. 4. 5-xh5hKD-lH 
-1, 5 -^>yi>'7-lft;>- 1 -6^SJi^-'b4. Tg^-^i^o 
b-'l' (CDC 1 s. TMSrtSK^^P) 
5 : 1. 8 4 ( 1 H. m) , 2. 0 6 ( 1 H, m) , 

2. 8 6 ( 1 H. m) , 3. 15 ( 1 H, m) . 

3. 4 4 (1 H, m) . 4. 2 7 (1 H. d) , 

4. 5 8 (1 H, d) , 4. 7 0 (1 H. m) . 

6. 6-6. 7 ( 1 H. m) , 

7. 0-7. 5 (1 0 H. m) . 
7. 9-8. 0 ( 1 H, m) 

mM7.K^ hJl iF kB) 3 8 8 (M*+1) 
5 8 - B 

1 - ( 4 h o'O'/^yU) - 2 , 3, 4, 5-xh7.hKD 
-lH-1. 5-^>V-:?T"lfe>l 0 g, 1 0%^N*7 v^'i'i*^^ 
1 gOi^K^?^ 2 0 Om 1 ^. gST"C7KS^)!raLy;:o 

hifiiiLyr'^. ^J««:SiLA:o ^S'^JC, 1 Ui^Miti- h 'J 

^Stl^-iiK. B^g^xf-^l'gfeL. 1- (4 -T^ yOV-r;!/) - 
2, 3. 4. 5-xhvtKD-lH-l, 5 -^^'/v'T-fe'b*^ 
8. 4 8 g^imf^o 
OT^^RlX^i? I>;l/ (CDC 1 ». TMSrtSP^ip) 
6:1. 6 7 ( 1 H. b) . 1. 9 4 (1 H, b) . 
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0 0 ( 1 H, b) 
7 2 (2 H. b) 
0 7 ( 1 H, b) 
6 0 (2 H, m) 
9 5 (1 H, t) 



2 6 8 (M'+ 1) 



2. 8 7 ( 1 H, b) . 3 

3. 5 7 ( 1 H. b) , 3 
3. 9 4 ( 1 H, b) . 5 

6. 3 9 (2 H. d) . 6 
5 6. 7 5 ( 2 H, d) . 6 

7. 10 (2 H, d) . 
HSX^^ h;U (FAB) 

^nm 5 9 - B 

1 - (4 -T i y O'/^-'l') - 2, 3. 4. 5-xh7bKP 
10 -lH-1, 5 -Oyi?T-t*h'>4. 5 g. 2 - 7 

WtZ. 3 3g. 1 - t Kd^v/a;:/'/ h iJ7y-;U2. 7 3 g, 1 

S!±i3. 9gON. N-i?y ^-'l/'^;l/A7^ K^^5 Om I ^ 

^S^D^iSK. i^Kxf-;u«feL. 2-7x-;l/-4' - [ (2, 3. 
4. 5--fh7h Kp-IH-1, 5 -'<>V">'T4fh*>- 1 -'T 
jU) ij)\,7i-:c.Jl} OXT-'J K3. 18 g^'^fZo 
20 i^iS^*'!!;^^^ (C DC 1 3, TMSrtaJ^^i) 

5:1. 9 4 (1 H. b) . 2. 0 5 (1 H. b) . 

2. 8 6 (1 H. b) . 2. 9 6 (1 H, b) . 

3. 5 5 (1 H. b) . 3. 9 3 (1 H. b) . 
5. 0 3 ( 1 H. b) , 6. 5 2 (2 H, m) . 

25 6. 7 - 7. 0 ( 5 H. m) , 7. 1 2 (2 H. d) . 

7. 3- 7. 6 (7H. m) . 7. 8 4 (IH, d) . 
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MMX^^ (F AB) 4 4 8 (M^+1) 

mmm i - b 

2 - (4 x-;l^) $,tS:®El 5 QmgO'J^ ;^ ^ 

>^?$5ml{l, N. N-v'y ^>'^'^>'^A7^ KIjS^tJDX.^^, 
5 7K?^T, U -'l/^ D -7 K 2 2 0 m g <£-?ST L. MST 1 

- [5- (4 -7 i y^>Vl'>'l') -2. 3, 4, 5-xh7tK 
□ - 1 H-1. 5-^>yv>7-lf t°>- 1 --f ;H 7-1?^ $ K2 2 0 
mg, h U Ji5^;l/7 i >0. 0 9 m 1 Oi^^ OD^ ^ 5 m 1 

10 {C7K?^TT"jgTL. m.^X-zntiiUnLfZo SfE?^^7K7Ki-Jax.^ 
^, v^^nny ;^ ^-^JfiHiL^o o u ^ >«:7K^, tafOtftiS 

^tli$n5ii^J:t». 4' - I (.5-i3Jl^<'e>( J]//^J\^- 2, 3. 
15 4, 5 --r t Kn- 1 H- 1, 5 -^>^/i^7-tff >- 1 - 
*;U;^'-;U] - 2- (4 ^;i/7x-;l/) K>X7-'J K 
1 3 0 m g '^ntZc 
m.^ 1 3 3 - 1 3 7 

Ttm^VrM. (C,2H3oN40, • H.Oi LT) 
20 C (%) H (%) N (%) 

itISfll 71.62 6.01 10.44 

71.82 5.74 10.38 

M«*>ix^^ h;U (CDC 1 , , TMSrtraiP) 
5 : 1. 8 4 (IH. b) . 2. 1 1 (IH, b) . 
25 2. 3 6 ( 3 H. s) . 2. 9 1 ( 1 H. b) . 

3. 12 ( 1 H, b) . 3. 4 0 ( 1 H. b) . 
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3. 7 4 (IH. d) , 4. 0 4 (IH. d) . 

4. 70 (IH, b). 5. 48 (IH. s). 

6. 6-7. 5 ( 1 5 H. m) . 7. 8 2 ( 1 H. d) 

mmm 2 - b 

5 mmmi-Btmmzir, 2-7x^;u$m#isi 1 omgt. 

2- [5- (4 -T5 -2. 3, 4. 5--rh7t 

Kp- 1 H - 1, 5 -K>7-:?7-tft°>- 1-^)1] T-ir^ ^ K 
16 0mgJ:«9. 4' - [ ( 5 - :^;I/^<*-r ^-(U- 2 , 3, 4. 
5-xh7tKo-lH-l. 5 -^>7i^T4ff>- 1 -'f^U) 
10 - 2 -7x-;l/'<>XT-U Kl 6 Omg^^#^Co 

li^ 1 3 0 - 1 .3 5 1 
5t3^^«TM (C,,H..N40, • H^Oi LT) 

C (%) H (%) N (%) 

ft-mM 71.25 5.79 10.72 

15 71.39 5.73 10.36 

mmn^m^^^ h;u ccdc i. . TMSf^gu^^P) 

6:1. 8 3 (1 H. b) . 2. 10 (1 H, b) , 

2. 9 1 (1 H, b) . 3. 11 (1 H. b) , 

3. 3 9 (IH, b) . 3. 7 4 (IH, d) , 
20 4. 0 4 (IH. d) , 4. 7 0 (IH. b) . 

6. 5 - 7. 5 ( 1 6 H, m) , 7. 8 3 ( 1 H, d) 

mmm 3 - B 

ummi-BtmmKir, 5- (i-n yov^ji^) -2. 

3. 4. 5 -f- h7 t Ko- 1 H- 1. i-KyV'JT-^ft'y-l 
25 -f?Wc:^'J-Jl2 s^y), 5- [4- [ [2- ( 4 ^;l/7 

K>V^ Jll r i yl Jll - 2, 3. 4. 5-7^h5tK 
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□ -1H-1. 5 -^>'/-y7-^'t'y- i-mm^^J\^l. 47g 

7C^^^€ (Cs.H.sNaO.iLT) 

C (%) H (%) N (%) 

5 it»M 74.57 6.07 7.67 

m^M. 74.34 6.15 7.73 

mmfs.^m7.K^ ccdc 1 5 . TMsrtgi5^i$) 

(5 : 1. 3 1 (3H. t) , 1. 9 5 (1 H, b) , 

2. 10 ( 1 H, b) , 2. 3 6 (3 H. s ) . 
10 3. 1 6 (IH. b) . 3. 6 4 (IH. b) . 

3. 9 9 ( 1 H, d) . 4. 10 ( 1 H. d) . 

4. 2 6 (2 H, q) . 4. 6 8 (1 H, b) . 
6. 5 6 ( 1 H, m) , 6. 7 2 ( 1 H. d) . 

6. 8-7. 5 (1 2 H. m) , 7. 8 2 (1 H. d) 

15 mmm 4 - b 

5 - [4 - [ [2 - (4 ^;U7x-;l/) K^V^Jl] Ji yl 
O^/^Jl] - 2. 3, 4, 5--rh7tKn-lH-l, 
>^/i^7-if\^>- 1 -i^S?i^;I/2 0 Omg, 4 o%y^;i/T^ > 

//^ y-jmmzmi ^i=ft*5 ofc--8B#p^mi«^Lyro 

20 S4L/i^. ^S^^^jilX, ;><^y-;UgfeL. 4" - [ [5- (N 
-^i-JlijJl^<^^ Jl^f-Jl) - 2, 3, 4, 5-xh7tKo- 
iH-1. 5 -oy-:^7-b*t°>- 1 --r-'H - 2- 

(4 - y f-;U7a.^;l/) K>X7^'J Kl 5 Omg^'#y::o 
li.^, 2 0 2 - 2 0 5 1 
25 7C^5^^M (CssH»2N40s • iMHsOi LT) 
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C (%) H (%) N (%) 

tt»M 73.79 6.10 10.43 

73.82 6.11 10.44 

mm%^my^^i7 h;U (DMSO-d. , TMSrtra^^) 
5:1. 8 3 (1 H. b) , 1. 9 8 (IH. b) . 

2. 2 8 (3 H. s) , 2. 6 5 (H, s) , 

3. 0 0 (1 H. b) . 3. 1 8 (1 H. b) . 
3. 5 7 (1 H. b) . 3. 8 2 (1 H. d) . 
3. 9 3 ( 1 H. d) . 4. 4 9 ( 1 H. b) . 

6. 5 3 (2 H, s) . 6. 8 1 ( 1 H. d) , 

7. 0 - 7. 6 ( 1 2 H. m) . 7. 8 8 ( 1 H, b) 

mmm 5 - b 

5- [4- [ [2- (4 ^;l/7x-;U) TiJl 
07-r;U] -2, 3. 4, 5--r h7t Ko- lH-1. 5 
^yv'THffV- 1 -S^ifxf-;l/3 3 Omg©x 1^7 t Kp7-7> 
mm 2 0 m nci N7i<.mti- h U "^^ AtK^^S 10ml ^Jn;i. Mfi 

Ti s^fsmwtt^o ^j^^rSityt^. ^gi^tcTK. iNiiisio 

mi^iin;tfco itm^^mL. 7k-2feL. 5- [4- [ [2- (4-y 
^;i/7i-;i') '^yy-r;!/] TJy] ^>7^;i/] -2, 3, 4. 

5 -X h5h Ka- 1 H- 1. 5 -K>'/i;74fh°>- 1 -g^M 
3 1 0 mg^'^iZo 
TcJ^^tffM (C,,H,,N.O • l/10H,OiLT) 

C (%) H (%) N (%) 

it^'lil 73.72 5.64 8.06 
^iim 73.52 5.64 8.00 

bJl (DMSO-de , TMSrtSP^P) 
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6:1. 7 9 ( 1 H. b) . 1. 9 6 ( 1 H. b) , 

2. 2 8 (3 H. s) . 3. 0 6 (2 H, b.) . 

3. 5 7 (IH. b) . 4. 0 0 (IH, d) . 

4. 14 (1 H, d) . 4. 4 7 (IH, b) . 
5 6. 5 5 ( 2 H, s) , 6. 7 8 ( 1 H. d) . 

7. 0- 7. 6 (1 3H, m) . 1 0. 2 6 (IH. s) 

nmm e - b 

(1) 5 - [4 - [ [2 - (4 ^yU^x-ZU) KyV^Jl] T 
iJ] OV^Jll -2, 3, 4. 5 -X h7 t Ko- 1 H- 1, 
10 5 -<>yvT4f f^- 1 -i^Kl 8 Cm g. l-tKo + v/K> 

y h yTV/-;U6 Omg. 1 -x^;U- 3 - (3 f-v'l'T ^ J 

1 5 m HCl - ^;l/h'^-5 V 4 Omg 'SrlM^. MUTX' 1 8 

h^7 7-f-T'*SSS!Lfeo ^'Dn:^.;UA/y:J' >'-;!/= 5 0/lT 
^as$tiSli^J:f?. 2- (4 -^f-;i/7x-;i/) -4' - [ [5 
- [ (4 -y ^;u- 1 - 1"'^-^ v^-^i') -2. 

20 3. 4. 5 -7" h7 t Ko- 1 H- 1. 5 -Oy->'THf t'>- 1 

fi4^ 1 8 9 - 1 9 1 "C 

7C5^^tffM (CtHs.NsO, • HjOiLT) 

C (%) H (%) N (%) 

25 nnm 71.71 e.e? 11.30 

HI^M 71.76 6.42 11.28 
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ii^mn^m7.K^ hJi (CDC I s , TMsrtsu^*) 

<5 : 1. 9 3 (1 H. b) . 2. 0 5 (IH. b) , 

2. 29 (3H, s), 2. 37 (3H. s), 

2. 3 - 2. 5 (4 H, b) . 3. 0 9 (IH, b) . 

3. 1 9 ( 1 H. b) . 3. 5 0 (3H. b) . 
3. 6 7 (IH, b) , 3. 8 1 (IH, b) , 

3. 9 9 (IH. d) , 4. 1 4 (IH, d) . 

4. 61 (IH. b). 6. 5-7. 5(15H, m). 
7. 8 3 ( 1 H, d) 

(2) 2- (4 -^^;l/7x-;U) - 4* -[[5-t(4->f- 
;U- 1 v?-;U) tiJ]/^>^)l/f-Jl'\ -2, 3. 4. 5-x 

h7tKn-iH-i. 5 -Kvyv^THff^- 1 --r;i/] 

KyX7-'J K3 2 0 m g^y ^ y -;HC^j^L. 

-ss^-jnx.. mm^^^^itic ^st^^-i^y t»s*srBL, 

2- (4 ^;U7x-;u) -4' - [ [5- [ (4-yf^;u-i 
- ;u) ^^b;}?— - 2, 3. 4, 5-xh7t 

Kd-IH-1, 5 -^'yV'JT-^ify- 1 ti)lt'^J\^1 
OtTT-'J K--'>*';7K*il 6 Omg^^fco 
lUl..^^ 1 6 5 - 1 6 9 r 

7t;^^«T# (CtH^NbO, • H.O • l/SH.OiLT) 
C (%) H (%) N (%) 

tt^li 67.36 6.00 10.07 
Hiltt 67.23 5.95 10.20 
^5g^*<!SZ^^ (DMSO-d. , TM S rtSP^ii) 
6:1. 8 2 (1 H, b) , 1. 9 6 (1 H. b) . 
2. 2 8 (3 H. s) , 2. 5 0 (3H. s) , 
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1 0 0 

2. 8 3 ( 4 H. b) . 3. 0 0 ( 1 H. b) , 

3. 0 9 (1 H, b) . 3. 5-3. 8 (5 H. b) , 

4. 16 ( 1 H, d) . 4. 3 2 ( 1 H, d) . 
4. 4 7 ( 1 H, b) , 6. 5 4 (2 H. m) . 

6. 7 6 (IH, d) , 7. 0- 7. 6 (1 4H. m) 

mmm 7 - b 

mmm6-B (1) tmmz.ir. 5 - [4 - [ [2 - (4-^ 

OV^Ji] ny] K>7^;i/] -2, 3. 4. 
5 -X h-7 t Ko- 1 H- 1. 5 -K>Vi^T-\ft'>- 1 -M 
1 8 Omg, ^--'Uj^U >35mgJ:f9, 2 - (4 - y ^;l/7 /b) 
-4' - [ [ (5 y;<7;l/'i^-;i'-Xf-;u) -2, 3. 4. 
5-rh7b Kd-IH- 1. 5 -^>'/-:?7-if f>- 1 -'T ;H 
:^;U;K-;l/] K>XT-U Kl 4 Omg^r^ffco 
7C3g5>tffM (C5.H,,N404 • 3/2H20<t LT) 

C (%) H (%) N (%) 
It^M 70.23 6.38 9.10 
Hi^^t 70.33 6.34 8.75 
:^5Sm*'!»X'<^ h;U (CDC Is . TMSftSU^iP) 
5:1. 9 2 (1 H. b) , 2. 0 5 ( 1 H. b) . 

2. 3 7 (3 H, s) . 3. 0 9 ( 1 H. b) . 

3. 1 8 ( 1 H. b) . 3. 4 - 3. 7 (9 H, m) . 

4. 0 0 (1 H. d) , 4. 1 4 (IH. d) . 

4. 6 2 (1 H. b) . 6. 5 - 6. 6 (2 H. m) . 

6. 82 (IH. d), 7. 0-7. 5(12H. m). 

7. 8 2 ( 1 H. d) 

mmm 8 - b 
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1 0 1 

IIM6-B (1) tmmzLX, 5 - [4 - [ [2 - (4-y 
^;L'7x^;U) T^y] ^>V^Jl] -2. 3. 4. 

5--rh-7tKp-lH-l, 5 -K>Vi?7-ift°y- 1 - W 
180mg. 2 - (7^yy f-;!/) h° 'J i;* > 4 5 m g .fc «3 2 - (4 

-4' - [ [5- [N- (2 -h'U v^;l/p'5^>'l') 
*;i//<^--r;i/y - 2. 3. 4, 5 -x h-^h Kd- l H- l, 

1 6 Omg^?i/ro 
It.-^ 2 3 5 - 2 3 8 

Ttma^m^ (CHssNsO, • H.Ot tT) 

C (%) H (%) N (%) 

ff^M 72.71 5.94 11.16 
72.43 5.83 10.88 

mm^^m:^^^' vji (CDC 1, . TMsrtSiJ^i^) 

<5 : 1. 8 1 ( 1 H, b) , 1. 9 9 ( 1 H. b) . 

2. 27 (3H. s), 3. 02 (IH. b). 

3. 0 6 ( 1 H, b) . 3. 5 6 ( 1 H, b) , 

3. 7 0 (IH, d) . 4. 1 0 (IH. d) . 

4. 4-4. 6 (3 H. m) . 6. 5 7 (2 H. b) . 
6. 9-7. 8(16H, m). 8. 46 (IH. d). 
8. 6 2 ( 1 H. b) . 10. 2 4 ( 1 H. b) 

mmms-B (d tmmzir, 5 - [4 - [ [2 - (4-y 

f-;l/7i-;U) KyV^Jl] 7 1^1 KyV^Oll -2, 3, 4. 
5 -X h-7 t Kd- 1 H- 1, 5 — O'/v'T-fe'h*^- 1 -P®? 
3 0 Omg. i^^^JlTi ymmmi O0mgJ:!9, 4' - [[5 
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1 0 2 

- (N. N-y:^'f-J\^ti)l^<'e^J\//^)l) -2, 3. 4. 5--r 
h^bKo-lH-l, 5 -'OyyT-br'fy- 1 -'C-'U] J^^' 
~Jl] - 2 - (4 ^;U7x^;U) OXT-'J K3 1 0 mg<£r 

Sl^ 219-223t: 

TC^^tffM (Cs4H,4N.O, • 3/2H20«i: LT) 

C (%) H (%) N (%) 
ft»M 71.18 6.50 9.77 

mmm 71.27 e . 1 7 9.73 

m%^m7.K^ hJl (CDC 1 3 . TMSF*3Si5^iP) 
5:1. 9 4 ( 1 H, b) , 2. 0 4 ( 1 H. b) . 

2. 3 6 (3H, s) , 2. 9 9 (3H. s) , 

3. 0 2 ( 1 H, b) . 3. 10 (3 H, s) . 
3.12 (IH. b) , 3. 5 3 (IH. b) . 

4. 0 0 (IH. d) . 4. 14 (IH, d) . 

4. 6 1 (IH, b) , 6. 5-6. 6 (2H, m) . 

6. 81 (IH, d), 7. 0-7. 5 (12 H, m), 

7. 8 2 ( 1 H, d) 

mmm 1 0 - B 

mmme-Btmm^iT, 5- [4- [ [2- (4-y5^;u7 

K>V^J\^1 7$y] OV-fJl] -2. 3. 4, 5--r 
h7 t Ko- 1 H-1, 5-^>y*:>"7-b'h*>- 1 -B^®e2 4 Omg. 
N. N- i^yf-^UX^^U^i^Ti >6 0 ;u 1 J;t) 4' -[[5- [N 

- ( 2 - ^;i^T s y x^;u) :<7;u/<^:-r;uy ^v'l/] -2. 3, 
4. 5-7"h7t Ko- IH- 1. 5 -<>7-:?T-fe't°>- 1 --r 
- 2- ( 4 x-^u) k:/Xtxu K 
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1 0 3 

2 4 Omg^^f/Co ±(Dit^^2 4 Q m ^ ^ -Ji^l^Mm, 

i^i^m^FBl. 4' - [ [5- [N- (2-i^yf->'U7$ yxf-;U) 
:^;W<^--r;U>>'^;l'3 - 2, 3. 4, 5-xh-7tKa-lH-l. 

5 -K>7i;T-tfh°>- 1 --r;u] ^;i/;f:-;u] -2 - (4-yf- 

il,^ 2 2 0 - 2 2 4 'C 

TC^^M (C.Hs.NbOs • C2H,0. • 1/2H2 0.!: LT) 

C (%) H (%) N (%) 

ft^^l 66.26 6.15 10.17 

Hi^M 66.17 6.21 10.13 
mm^^^XK^ VJl (DMSO-de . TMSrtSU^m) 

(5:1. 8 3 ( 1 H, b) , 1. 9 8 ( 1 H, b) . 

2. 2 8 (3H. s) , 2. 6 4 (6H. s) , 

2. 9 8 (4 H. b) . 3. 0 7 (1 H. b) . 

3. 4 2 ( 1 H, b) . 3. 5 5 (1 H. b) . 

3. 8 6 ( 1 H. d) , 4. 0 0 ( 1 H, d) . 

4. 5 0 ( 1 H. b) , 6. 5 4 (2 H. s) , 

6. 8 4 ( 1 H, d) . 7. 0-7. 5 ( 1 2 H, m) . 

8. 2 2 ( 1 H. b) . 10. 2 8 ( 1 H. s) 

mmm i i - b 

mmmi-Btmm\zix, 5- iA -t i y^yv-oi) -2, 

3. 4. 5 -X h7 t Ho- 1 H- 1. 5-K>V'J7-b't°>- 1 
-g^i?if-;H. 1 g. 2 - (4 hn7x-;U) ^m#^8 3 0 
mg<t^). 5 - [4 - [ [2 - (4--Hn7x-;U) Jll 

T ^ y] ^^y^r;!/] - 2. 3, 4. s-xh^tKn-in-i, 
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1 0 4 

5 -K>yv7-tft'>- 1 -S^i?xf-;H. 3 5 g^mzo 







( C 3 3 H 


soN.Oe • 


l/10H*Oi LT) 






C 


(%) 


H (%) 


N (%) 






m 6 8 


2 9 


5. 2 4 


9. 6 5 


5 




M 6 8 


. 0 6 


5.3 0 


9. 6 9 








(CDC 1 





5:1. 2 9 (3H. t) , 1. 9 3 (IH. b) 

2. 1 0 (IH. b) . 3. 1 5 (2H. b) 

3. 6 4 (IH. b) . 3. 9 9 ( 1 H. d) 



10 4. 1 1 ( 1 H. d) . 4. 2 5 (2 H, q) , 

4. 6 8 ( 1 H, b) . 6. 5 8 (2 H. m) . 

6. 7 7 (IH. d) . 7. 0-7. 8 (1 2H. m) . 

8. 2 1 ( 1 H. d) 

mmm 1 2 - b 

15 mmMA-BtmmizLT, 5 - [4 - [ [2 - (4--ho7 

iji;u) ov">r;i/] T^y] - 2, 3, 4. 5-x 

h5tKo-lH-l. 5 -K>Vi?T-^h'>- 1 -f?^^i-J\^ 
400mgJ:!5. 4' - [ [ 5 - (N - ^^-'l/^^U^^^'f ^^^) 
-2. 3, 4. 5-xh5t Ka- IH- 1. 5 -0'/i^T-^'t° 
20 >-l->f>'H :^;l/'-K-;H - 2- (4 hD7i-;l/) 'OX 
7^U K2 7 0 mg^•^#y::o 
x^^lffM (C.H^.NsOs iLT) 

C (%) H (%) N (%) 

tf^'fil 6 8.1 9 5.1 9 1 2.4 3 
25 H^M 68.23 5.24 12.63 

^5Sm*"l|X^:7 (DMSO- d. . TMSF^SP^^P) 
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1 0 5 



10 



15 



20 



25 



(5:1. 
2, 
3, 
3, 
3, 
6, 
7, 
7, 
8, 



8 3 (1 H, b) , 1, 
5 1 ( 3 H, s) . 2, 
0 0 ( 1 H, b) . 3, 
5 7 ( 1 H, b) . 3 

9 3 ( 1 H, d) . 4 
5 2 (2 H, b) , 6 
0 1 ( 1 H, b) . 7 
3 2 ( 2 H. d) , 7 
2 1 (2 H. d) 



9 7 ( 1 H. b) 

6 4 (3H, s) 
0 7 ( 1 H, b) 
8 1 ( 1 H. d) 
4 9 (1 H, b) 

7 9 (IH, d) 
18 (2H. d) 
5-7. 7 (6 H 



m) , 



1 3 -B 

mmmB-BtmmizLx, s - [4 - [ [2 - (4 --1^07 

x-;U) OV-(J\y1 7Sy] KyV^J\^'\ -2. 3. 4. 5--r 
hyt Ko- 1_H- 1, 5 -OVi^T-^^t'y- 1 -g^®?x5^;U 
900mgJ:«3. 5 - [4 - [[2 - ( 4 h n 7 K> 
V^JV] 7iy'\ OV^Jll -2, 3, 4. 5--rh7tKn- 
1 H- 1. 5 -K>'/v^T-ferf>- 1 -g^gge 6 Omg«-#^o 
mm^^m:^^^^ h^U (DMSO-d, . TMSF«9 §15:^1^) 
5 : 1. 7 9 (IH. b) , 1. 9 6 (IH. b) 



3. 0 4 (2 H. b) . 3, 

4. 0 1 (1 H, d) . 4, 
4. 6 7 (1 H, b) , 6, 

6. 7 7 ( 1 H. d) . 7, 

7. 19 (2 H, d) . 7 
7. 5 - 7. 6 (6 H. m) . 8. 2 1 (2 H 
10. 4 1 ( 1 H, s) 

MX'^^' (F AB) 55 1(M-*+l) 



5 7 (IH. b) 
13 ( 1 H. d) 
5 4 (2 H, b) 
0 3 ( 1 H, m) 
3 1 (2 H, d) 



d) . 
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10 6 

nmm 1 4 - B 

mmm&-B (d ti5i^{cLT5- [4- [ [2- (4--h 

D7i-;u) 7iyl Ky^/^M -2, 3. 4. 5 

-X t Ku- 1 H-l. 5-K>7v^7H?f>- 1 -B^K3 0 0 
5 mg. 2- (T^y^^^U) f'J v;>7 3 1 2- (4-- 

hD7x--'U) - 4' - C [5- [N- (2 -f«J i?;Up<^;U) :^ 
;i/^<*^;l/>^;U] - 2, 3. 4, 5 -r h-7 t Ko- l H- 1 , 

2 2 Omg^?ifco 

10 IgSgm*".!:^^^ b^'l' (DMSO-d. . TMS^gP^^) 

5 : 1. 7 7 (1 H. b) , 2. 0 0 (1 H. b) . 
3. 0 2 (2 H. b) . 3. 5 9 (1 H. b) . 
3. 9 0 ( 1 H. d) , 4. 0 8 (1 H. d) . 
~~ 4. 4-4. 6 (3H. m) . 6. 5 5 (2H. b) . 
15 6. 9 1 (IH, d) . 7. 0 3 (IH. b) , 

7. 2 - 7. 7 (1 2 H. m) , 8. 2 0 (2 H, d) . 

8. 4 6 (1 H. d) . 8. 6 2 (1 H. b) . 
1 0. 3 9 (1 H, s) 

KgX^^' hVU (FAB) 6 4 1 (M* + 1) 
20 1 5 - B 

HSfe^^je-B (1) ilSli^lcLT. 5 - [4 - [ [2 - (4-- 

ho7i-;u) '<>yi';H T^y] k>V^M -2, 3. 4. 

5 -X h7 t Ka- 1 H- 1. 5 -OVv'T-^t'^- 1 -I^K 

3 0 Omg. 1 -y^;l/f<7i^>7 9/ilJ;!?. 4' -[[5- 
25 I 1-t' 'J::- J\^) ti Jit' •=.Jl:^'f-J\^'\ -2, 3, 

4, 5 -X h-5 t Ka- 1 H- 1. 5 -'OVi^T-lf h°>- 1 



wo 94/20473 



PCT/JP94/00391 



1 0 7 

;H tult'-Jll -2 - (4-^Ho7i^;U) KyXT-V K 
3 1 Omg<£•^ifco 

h;!/ (CDC 1 , , TMSF«gM*P) 
«5 : 1. 9 4 (IH. b) , 2. 0 4 (IH. b) , 
5 2. 2 9 ( 3 H, s) . 2. 3 - 2. 4 (4 H, m) , 

3. 1 0 (IH. b) , 3. 1 9 (IH, b) , 
3. 5 0 (2H, m) , 3. 6 5 (IH, b) , 

3. 7 8 (IH. b) . 3. 9 9 (IH. d) . 

4. 14 ( 1 H. d) . 4. 6 1 ( 1 H. b) . 

10 6. 5 - 6. 6 (2 H, m) . 6. 7 9 (1 H, d) . 

7. 0 - 7. 8 ( 1 1 H. m) , 8. 2 1 (2 H. d) 
mmTsK^; hJl (T AB) 6 3 3 (M*+1) 

mmm 1 6 - B 

4' - [ [5- (.N-/i-Jli3JW<^^ Jl/f-Jl) -2, 3, 4. 
15 5 -f- h7 t Ko- 1 H- 1. 5 -0'/-:?T-lfh°>- 1 -'r;U] 
- 2 - (4 hD7i-;U) ^^XT-U K2 2 0 
mg. I 0%^<^i?^J*mm3 0mg(Dmfkt^m2 Oml^, MS 

TT'TK^^jnty^e ^mmi't'y^ hiSiSLyr^. ^j^^aiLfco 
-^AT-ifg^i^, mm^^^ifzo ^mmjR, s^g!x5^;k^L, 

2- (4-T^y7x-;u) -4' - [ [5- (N-^5^;u*;l//N' 
^•'r;Uy - 2. 3, 4. 5 -7^ t Kp- 1 H- 1, 5- 

^yVi^T-if\£>- 1 tiJl^:^M K>XT-'; Kl 6 0 

25 mg«-?ifco 

Mik 1 3 0 - 1 4 0 °C 
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1 0 8 

TC^^M (C,2H3,N503 • 3/2 HjOiLT) 

C {%) H (%) N (%) 

fj-fl[-(l 68.55 6.11 12.49 
68.95 5.90 12.15 

^Esm^il;^'^^ H^'i^ (CDC 1 , . TMsrteu^ii) 

(5:1. 8 3 ( 1 H. b) . 2. 0 5 ( 1 H, b) . 

2. 8 1 (3 H, . .s) , 2. 8 9 ( 1 H. b) . 

3. 14 ( 1 H, b) . 3. 3 6 ( 1 H, b) . 

3. 7 6 (IH, d) . 4. 0 5 (IH. d) . 

4. 7 0 ( 1 H. b) . 6. 6-7. 5 ( 1 5 H. m) . 
7. 8 4 (1 H, d) 

nmm 1 7 - b 

nmmi ^-BtnmzLx, 2- (4--hn7i-;u) -4* 

- [ [5- [N- (2 - f'J ti)W<^A - 

2, 3, 4, 5--r h5t Kn- lH-1. S-'O Vi^THf f^- 
l-'Oll 'OXT-'J K 3 4 0 mgJ:f9, 2 - (4 

-7iy7x-;U) -4' - [ [5- [N- (2 -fU v^^l/p'f-;!') 
;l/>5^;U] - 2. 3, 4, 5 -x t Kn- l H- l . 
5 -^>y-:?7-ife>- 1 --r;H 'OXt-U K 

1 1 Qmg=S:%fio 
ffll^ir 1 2 0 - 1 2 7 'C 

mn^m^.'^i^ (CDC 1» . TMSf^SP^i?) 

5:1. 7 9 ( 1 H. b) . 2. 2 2 ( 1 H. b) . 

2. 8 8 (IH, b) . 3. 1 5 (IH. b) . 

3. 4 2 (IH. b) . 3. 8 2 (IH. d) , 

4. 16 ( 1 H. d) . 4. 5 3 ( 1 H. d) . 
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1 0 9 

4. 68 (IH, d). 4. 78 (IH. b). 

6. 6 - 7 . 6 ( 1 7 H. m) . 7. 5 7 ( 1 H. d ) . 

7. 8 1 ( 1 H. d) , 8. 5 8 ( 1 H, d) 
h;U (F AB) 611(M*+1) 

mmm i s - b 

mmmi e-Btmmizix, a' - [ [5 - [ Xa-z^-ji- 

1 - e^-^i^-^U) :^-'l"tC-;l/y^;l/] - 2. 3, 4, 5-f-hy 
tKa-iH-1. 5 -^yVi^T-^'i^y- 1 M 7^7 

- 2 - (4 hD7i-;l') K>XT—*) K 300ing<J;«9, 2 

- (4-T$y7i-;U) -4' - [ [5- [ iA-Zf-Jl'- 1- 
t*'<5>'^;U) ^;l/5i<-;U^^>'l'3 -2, 3. 4. 5-f-h5tK 
o-lH-1, 5 -'O'/i^THf t*>- 1 tlJUt'^Jl] ^ 

A^t.W3S^L. 2- (4 -7S y^i^;!/) -4* - [ [5-C(4 
-yC^jU- l-kf^^'J^Jl) -2, 3r4. 

Kn- IH- 1. 5-^yV'JT-\fh'>- 
*;U;K^;U] a^^XT^'J K-'>i "t/iJiS 1 9 Omg^r^ifco 
Sl.^ 1 8 0 - 1 8 5^ 

7C^:9-?f<i (C.Hs.N.Oj • C,H,0 4 • 3/2H.O<i:LT) 
C (%) H (%) N (%) 

tt-#<i 63.41 6.02 11.68 
H^ffl 63.18 5.89 11.81 
(CDC 1 3 . TMSl^SP^*i) 
5:1. 9 1 (1 H. b) . 2. 0 4 (1 H. b) , 

2 . 2 9 ( 3 H. s ) . 2 . 3 - 2 . 4 ( 4 H. m) . 
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1 1 0 



3. 0 7 ( 1 H, b) , 3. 19 ( 1 H. b) . 

3. 4 8 (1 H. m) . 3. 6 9 (1 H. b) . 

3. 8 1 ( 1 H, b) . 3. 9 9 ( 1 H, d) . 

4. 1 0 (IH, d) , 4. 6 1 (IH. b) , 
6. 6-7. 5(1 5H, m) . 7. 8 2 ( 1 H. d) 

ni 9 - B 

nmmi-Btmmizix, i- (A-n y^yv^ji) -5 

- {2 -t'^) - 2, 3. 4. 5-f-h5tKn-lH 

-1, 5 -K>V>'T4fh'>2 5 Omg, 2-7i-;l/$m§^ 
10 170mgcki9. 2 -7x-;U- 4' - [ [5 - ( 2 - f U i?Jl^ 

^;l/)-2. 3, 4, 5 -7^ h7 h Kn- 1 H- 1. 5 -OV'J 
T4f h°>- 1 --r;U] ti)lt^^Jl] KyXT-n K2 6 Omg^lt 

14^ 220-223^ 
15 ytn^^m (Cs6H,»N402 •l/2H»0tLT) 

C (%) H (%) N (%) 

lt»M 76.76 5.71 10.23 
Ulllffi 76.83 5.68 10.05 
^ISM^Hx^i? (CDC 1 , . TMSF^SBi^ip) 
20 5 : 1. 8 5 (1 H, b) . 2. 0 5 ( 1 H. b) . 

2. 9 4 (1 H. b) . 3. 14 (1 H. b) . 

3. 4 5 (1 H. b) . 4. 4 6 (1 H. d) , 

4. 68 (2H, b) . 6. 6-7. 9 (20H, m) ,. 
8. 5 9 (1 H. d) 

25 nmm 2 o - b 

1 -BilHji^tciLT, 1- (4 -Ti y^^y^f^U) -5 
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111 

- (Z-t°^)'JJl/'f-J\y) -2. 3. 4. 5-xh7tKo-lH 
-1, 5 -^>7-:^T-tff> 3 0 0 mg. 2 - 7 i-;l.$mi=i! 

2 0 OmgcfciQ. 2 - 7x-;i/- 4' - [ [5 - ( 3 - 1° 'j 

^;U) -2, 3. 4. 5 -X h5t Ko- 1 H- 1. 5-^>V-:> 
5 T-fefh'>- 1 --f ;U] tiJl^^^Jl] OXT^'j K3 7 Omg^^f 

Wi}^ 1 8 0 - 1 8 2 1; 

x^^^M (C3sH,oN402 • 1/5 H20t LT) 

C (%) H (%) N (%) 

10 ItiCfil 77.53 5.65 10.33 

HI^M 77.58 5.62 10.28 

6:1. 7 8 (1 H. b) , 1. 9 6 (1 H. b) , 

2. 8 0 (1 H, b) . 3. 10 (1 H. b) . 

15 3. 3 3 ( 1 H, b) , 4. 2 7 (1 H, d) . 

4. 5 5 (IH, d) . 4. 6 4 (1 H. b) . 

6. 6-7. 5 (17 H, m). 7. 80 (2H, dd), 

8. 5 9 (2 H. d) 

^mm 2 1 - B 

20 mmmi -Bt^miz ir. i- u-n j^y^/^Ji) 

- (.4 -a^) i^JU^^JV) - 2, 3. 4, 5-xb7tKo-lH 
- 1, 5-'<> y v'T-fe' t° > 1 5 0 m g . 2-7 x-;l/$mSK 9 0 
mg<t«9, 2-7x-;l/-4' - [ [5- (A-\£^)'JJl/i-Jl) 
-2. 3, 4, 5 -7^ hv t Kci- 1 H- 1. 

25 >-l--r;H tiJl^^-Jl] K>XT-V Kl 1 Omg^m/Ho ± 
Oit^l^l 0 Omgiva.'J'Kl 5mg<&y ^J'y-^biw^lPL. ^ 
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1 1 2 

m^^ilfz'^. / ^ y -Jl/T-b h^h ^) }li)'^n^FBl, 2- 
7 3.^)1- A' - [ [5- (4 - f'J -^Vl/^^;!/) -2. 3. 4, 
5-7^hvtKn-lH-l, 5 -^>V^T-fe'h'>- 1 --Tv'H 
:^;1/;Kj^;U] /<>XT^'J K-i> -i^feig 1 0 Omg^^nfZo 
5 ife;^l 1 3 0 - 1 3 5 "C 

Ttn^^^ (CSBH30N4O, • CsHsO* • 3/2H8 0 t LT) 
C (%) H (%) N (%) 

ItlCM 67.78 5.38 8.54 

mf^m 67.76 5.06 8.65 

10 OTM^IIX'^^ h;U (DMS 0-d., TMSrtSP^ip) 

<5 : 1. 7 5 (1 H, b) . 1. 9 2 (1 H, b) . 

2. 8 5 ( 1 H, b) , 3. 0 3 (1 H. b) . 

3. 3 9 (1 H. b) . 4. 3 6 (1 H. d) . 

4. 5 6 (1 H, b) . 4. 6 3 (1 H, d) . 

15 6. 64(2 H. s). 7.0-7. 6(17H.m). 

8. 5 5 (2 H. d) 

mmm 2 2 - b 

mmMi-Btmrnztr, 5- (4-7$/'<>'/'r;i/) -2, 

3. 4. 5 -7^ h5b Fo- 1 H-l, 5-'<>7':?7-if t°>- 1 - 
20 i^^ji5^;H. 7 7g. 2 -^x^^b^mSiei. 0 9g<tl9. 5 

- [4- [ (2 - h'7i-;^*;^'^'-;^) r^y] 'OV-i';!/] - 

2. 3. 4, 5 -X b Kd- 1 H- 1, 5 -'<>"/-:?7-b'h°> 
-l-i^®?jL^;H. 8 2g^^ifco 

hvU (CDC 1 3 . TMSF«3S|5^i^) 
25 <5 : 1. 3 1 (3 H. t ) , 1. 9 4 ( 1 H, b) . 

2. 0 8 ( 1 H. b) . 3. 15 (2 H. b) . 
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1 1 3 



3. 6 3 ( 1 H. b) . 3. 9 8 ( 1 H. d) . 

4. 0 9 (IH, b) . 4. 2 5 (2H, q) , 
4. 6 7 (1 H. b) , 6. 5 4 (2H. b) . 

6. 7 2 ( 1 H, d) , 6. 9-7. 6 ( 1 3 H, m) , 
5 7. 8 1 ( 1 H, d) 

K*;^^^ h-'U (F AB) 5 3 4 (M*+1) 

mmn 2 3 - b 

mmm-Btmmizir, 5- [4- [ (2-t'7x-;u*;i' 

Ti-'^Jl) T i y'\ ^>V^ )l] - 2. 3. 4. 5-xh5tKD- 
10 lH-1. 5 -'<>'/>'T4fh'>- 1 -l^igi^-'l'S 0 Omg<k»3. 
4* - [ [5- W-/^Jli3Jl^<'e4J\^j(^Jl') -2. 3, 4, 
5-xh7t Kd- 1H- 1. b-K^Vi^r-^t'y- 1 
tUlt^^JVl - 2 - 7i-;l/^>XT-U K2 0 Omg^'^tZo 
M}^ 1 6 0 - 1 6 5 
15 TC^^tlrM (Cs«H,oN40, • 3/2H20<i: LT) 

C (%) H (%) N (%) 

ffM 70.44 6.10 10.27 

Hilffi 70.47 6.06 10.76 

20 5 : 1. 8 4 ( 1 H, b) . 2. 0 8 ( 1 H. b) . 

2. 8 1 (3H. s) , 2. 8 9 (IH, b) . 

3. 13 (1 H. b) . 3. 3 5 (IH. b) . 

3. 7 4 ( 1 H, d) . 4. 0 4 ( 1 H. d) . 

4. 6 9 ( 1 H, b) . 6. 6-7. 6 ( 1 6 H. m) , 
25 7. 8 5 ( 1 H. d) 

4 -B 
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1 1 4 

mmmz -Btmmizix, 5- [4- [ (2-h'7x-;L'^>'b 

t:-J\^) 7 i y] O'/^ Ji^] - 2, 3, 4, 5-f-h7tKn- 
lH-1. 5 -'<>yv'T4f t°>- 1 -g^Ki^;I/2. OgJif^. 
5- [4- [ {2 -t'y ji:^JliJJlt:^Jl) 7iy] OV^Jl] 
5 -2. 3. 4. 5 -X h-7h Kd- IH- 1. 5 -K>'/v7-b'e 

>- 1 -i^s?i. 2 1 g^ntzo 

mmn^^M:!^^^ h;U (DMSO-de. TMSrtSB^it) 
5:1. 79 ( 1 H. b) . 1. 96 ( 1 H. b) , 

3. 0 4 (2 H. b) , 3. 5 7 ( 1 H. b) . 
10 4. 0 0 ( 1 H. d) . 4. 1 4 ( 1 H. d) . 

4. 6 7 ( 1 H. b) , 6. 5 4 (2 H. s) . 

6. 78 (IH. d). 7. 0-7. 6 (14H. m), 
10. 2 6 ( 1 H. s) . 12. 6 8 ( 1 H. b) 
KSX'<^ (F AB) 5 0 6 (M*+1) 

15 mmm 2 5 - b 

mt&me-Btmm^iT, 5- [4- [ i2-\iy^-j\^ijji 

^>^JI) TiJl <y'/-(Jl2 -2, 3, 4, 5-xh5tKD- 
lH-1. 5 -'Oyi^THf t°>- 1 -B^®E3 O.Omg, l-^f' 
)l^h'Ky'J>l lmgX^, 4" - [ [5- [ (4->f^;U- 1 - 
20 h°^^i>*-;l') - 2. 3. 4. 5--rh-7tK 

o-lH-1. 5 -<>V'J7±'t'>- 1 Jl'i tiJlt:-Ji:\ - 
2 -7i-;l/'<>7:7-U K2 8 0 g^l^/r„ ±(Dit^^2 5 0 mg 

y-vu/v'-f 7:/o t•;^x-x;^*^bSft^L, 4' - [[5- 

25 [ (4 1 - v?--'!/) i3J\/^'^J\^/^^l'\ -2, 3. 

4. 5 -T- b7 b Kn- 1 H-1. 5-'<>7-:^T4f t°>- 1 -^;U] 
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1 1 5 

- 2 -7x-;K>XT-'J •>j.'^7K^2 0 Omg 
ill^ 1 6 2 - 1 6 4 "C 

Tin^^M. (CseHsTNsOs-C.HzO^- 3/2H20t LT) 
C (%) H i%) N (%) 

lt»M 64.76 6.01 9.94 

Hg^M 6 4.6 9 5.8 7 9.6 8 

M^^IIX^^ (DMS 0- d.. TMSrt«m) 
5:1. 8 3 ( 1 H. b) . 1. 9 5 (1 H, b) . 

2. 0 6 (3H. s) , 2. 8 9 (5H. m) . 

3. 0 8 (IH, b) . 3. 5-3. 8 (5H, m) . 

4. 1 9 (1 H. d) . 4. 3 4 (IH, d) . 
4. 7 6 (IH. b) , 6. 5 3 (2H, d) . 

6. 76 (IH, d). 7. 0-7. 6 (14 H. m). 
10. 2 9 ( 1 H. s) 

mmm 2 6 - b 

nrnme-B (1) i|H|^f;:LT. 5- [4- [ (2-t*7i:^ 
jltlJl^^^Jl) Ti J] ^>'/^J\^'\ -2, 3, 4. 5-xh-7h 
Kn-lH-1, 5-07i^T-if h'>- 1 -i^K3 0 Omg, (2 

-TS/y5^;i/) t'^)'jyi imgJ:<o. 4* -[[5- [n- (2 

-k^^) i^Jl^i-J]/) iJJW<'e^ Jl/^i'f-JU] -2, 3, 4. 5-xb 
7tKo-lH-l. 5-K>'/'J7'^\iy-l-^}\^] iJJlt^^ 
-2--7i^;K>XT-U K 3 4 0 g^-'fifco 
2 0 4 - 2 0 7 "C 
MM^RlX^^' (DMSO-de. TM S rtSU^tp) 
5:1. 8 1 (1 H, b) . 2. 0 0 (1 H, b) , 
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3. 0 2 ( 2 H. b) , 3. 5 6 ( 1 H, b) . 

3. 9 2 ( 1 H, d) . 4. 0 9 ( 1 H. d) . 

4. 4-4. 6 (3H, m) , 6. 5 7 (2H, s) . 
6. 9 8 ( 1 H. d) . 7. 0-7. 8 ( 1 6 H, m) . 

5 8. 4 7 ( 1 H. d) . 8. 6 3 ( 1 H. b) . 
10. 2 4 ( 1 H. s) 
KMX^rJ' h;i/ (F AB) 5 9 6 (M^+1) 

^mm 2 7 - B 

mmme~B (d tmmzix, 5- [4 - [ (2-h'7x- 

10 JlijJl^^^Jl) Ti y] O'/^M -2, 3. 4. 5-7^hvt 
Ko-lH-l. 5 -K>'/vT-tf t°>- 1 -g^g?3 0 Omg. 'J 
/^Jl7i >mWi^l 0 0mgct«9. 4' -[[5- (N, N-'Jjt 
^}Vtl)lf<=e^ -2, 3, 4, 5--rh7bKn-lH 

-1. 5 -K^Vv'T-tf h''>- 1 -2-7x 

15 ^;U^>XT-'; K 1 4 0 mg*^#y;:o 
ljl,>fi > 2 3 0 1 

TC^^M (CssHs.N.O, • l/2H«0<i:LT) 

C (%) H (%) N (%) 

ftWM 73.18 6.14 10.34 

20 73.28 6.20 9.96 

mSL%,^m7.K^ V)V (DMSO-d«. TMSrtSC^m) 
6 : 1. 8 3 (IH. b) , 1. 9 4 (IH, b) . 

2. 8 6 (3 H. s) , 3. 0 4 (3 H. s) . 

3. 0 9 (1 H, b) , 3. 5 8 (2 H. m) . 
25 4. 1 2 ( 1 H, d) . 4. 2 5 (1 H, d) , 

4. 4 6 (1 H. b) . 6. 5 2 (2 H. d) . 
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1 1 7 

6. 7 3 ( 1 H. d) . 

7. 0 - 7. 6 (1 4 H, m) , 1 0. 2 6 ( 1 H, s) 

mwrn 2 8 - B 

^mm6-Btmmzlr, 5- [4- [ (2-t'7i-;u^yi/ 

5 7 i Ky^/^ )l] - 2. 3, 4. 5-xh5tKo- 

lH-1. 5-^>yi?7-tff>- 1 -M3 0 Omg. N. N-i^ 
yf-;i/x^u>':;7$ >77/^l<k«9. 4'-[[5-[N-(2 
-'J^i-Jl7 i y ij )W<^y( )l/ i- Jl] - 2 . 3. 4, 5 

-7^ b5 h Ko- 1 H- 1 . 5 -'<>Vi;'T4ft°>- 1 -^-'l'] * 

10 ;U;}^— ;U] - 2 -:7i:::;K>XT-'J K2 6 Oing*?i^o ±© 
<b^'^2 5 Omgiv/a'^K-^fi^y ^y--'Hc^j|?L. 
®iL/i^, iiJ'y-^U^^bMSL. 4' - [ [5- [N- (S^ 
^f-;U7i yxf-^u) :^;u/<*>(';i/y f-^U] -2, 3. 4. 5-x 
bvtKn-lH-l. 5 -'Oy-^T-fcf t°>- 1 ->f ;U] *>l^5^' 

15 ^Jl] - 2 -:7i^;l/AC>XT-<J K— •>^'>^:®2 4 Omg^?i 

Sll;^ 225-227t; 

Ttm^^m (CsHjtNsOj • C,H,041/2H,0<!: LT) 

C (%) H (%) N (%) 

20 ItSM 64.99 6.04 10.24 

Hi^M 65.09 5.86 10.44 

(DMSO-d,. TMSrtSBIiJp) 
<5 : 1. 8 2 (1 H. b) . 1. 9 8 (1 H, b) . 

2. 5 0 (6 H. s) , 3. 0 0 (4H, b) , 
25 3. 4 1 ( 2 H. b) . 3. 5 4 ( 1 H. b) . 

3. 8 5 ( 1 H. d) . 4. 0 0 ( 1 H, d) , 
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1 1 8 

4. 5 1 ( 1 H, b) . 6. 5 5 (2 H. b) . 

6. 8 4 ( 1 H, d) , 7. 0-7. 6 ( 1 4 H. m) . 

8. 16 ( 1 H. b) . 10. 2 8 ( 1 H, s) 

mmm 2 9 - b 
mmm e - b ( 1 ) tmrn^z lt. 5 - [ 4 - [ ( 2 - 1'7 

jltiJlTf.^jU) 7 i J] M - 2, 3, 4, b-f-Vvt 

Kn-lH-l. 5 -^^'Vv'T-t'e^- 1 -g^^3 0 Omg. 4 
- -y/^JlT $ye^'Jv^>91nigJ;«5. 4' - [[5- [(4 
-i^/ i-Jl7 i J b''^ U ) ^^I/jK-^I/^ f";!/] - 2 , 3 . 4 . 
5-xh7hKn-lH-l. 5 -^>V^>^THf h'>- \ -^)V\ 
- 2 -7i-;l<''<>XT-y Kl 6 0mg^?i/::o 
14^ 2 12-215^ 
5t;fg^tfr«l (C,.H4.N50, • H,Oi LT) 

C (%) H (%) N (%) 

tf-^M 72.01 6.84 11.05 

Hilfil 72.09 6.59 10.99 

^aa^ftH;^'^^ h>'U (CDCl J. TMSrtrai^) 
<5 : 1. 4 4 (2 H. m) . 1. 7 5 ( 1 H, m) , 

1. 8 7 (2 H. m) . 2. 0 5 ( 1 H, m) . 

2. 25 (2H, s). 2. 28 (3H. s). 

2. 3 1 (IH. m) . 2. 5-2. 7 (IH, m) . 

2. 9 - 3. 3 (3H. m) . 3. 4 9 (1 H. m) . 

3. 9 - 7. 2 (3H. m) , 4. 6 1 (2 H, m) , 
6. 5-7. 6 (16H, m) . 7. 84 ( 1 H. d) 

3 0 - B 

2 -'I'^m^MS 8 OmgOi^^'nay ^>?gfSl Om 1 
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1f'J;U^'n5^' KO. 2 6m\^mTL, MST 1 ^Fa^W L^Co 
^iS5^SiL/:^llC;>'^DO>:^>l Om 1 ^Jnx.. l-(4- 
T i yOV^ J]y) - 5- [2- ( 1 - k'o 'J i^-^l/) if'-'U] - 
5 2. 3. 4. 5 -X h7 t Kd- 1 H- 1, 5 -K>'/ •:;7-fe' b'V 
5 5 0 mg, h Uxf-;U7^ y 0. 2 \ m\ <0'J ^ ;^ ^ yi^WL 
15ml li^J<?^TT'?®T L. 1 i^F^JtJ^ Lfco SlSf^«:^7K<cJn;i 

10 m^LfZo ^M^i/'J^y'^l'^f/^A^o^ h^^7 7>f--Z?i|tS!lL 
fco ^aD;h;l/Z./y ^y-^l/^ 2 0/ lT'^ai$n5ii^J:»9, 
2 -7i-;l'- 4* - [ [5 - [2 - (1 - t'ny •x'-^U) xf-;l/] 
-2. 3. 4, 5-xh7 t Kn- lH-1. 5 -O'/i^T-tTt: 
>-l-^Jl] ijJlt'^^-M K^XT-'J K6 4 Omg^li/Co ± 

15 CD-ft'^'KilS 2 Omg<£•^ap*;^A{w^§;{)^L. 4 N:SSS/i^Ki5^ 

It^ 1 4 8 - 1 5 5 

Tcfg^^ra (C.6H,.N40,- 2HC 1 • 2H,0<bLT) 
20 C (%) H (%) N (%) CI (%) 

ti-^H 64.31 6.48 8.57 10.85 
64.40 6.36 8.64 10.99 
1^m%.^m7.^^ \'J^ (DMSO-d. . TMsra^^P) 
5 : 1. 6 9 (IH. b) , 1. 8 4 (2H. b) . 
25 1. 9 9 ( 3 H. b) . 2. 7 9 (IH. b) . 

3. 0 7 (3 H. b) , 3. 4 - 3. 7 (6H, m) . 
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1 2 0 



3. 7 7 ( 1 H. b) , 4. 4 3 ( 1 H, b) . 

6. 6 7 (2 H. d) . 7. 0 3 (2 H, d) . 

7. 1 4 (1 H. m) . 7. 3 - 7. 7 (1 1 H. m) . 
10. 3 1 (1 H. s) 

5 mmi 3 1 - B 

nmm 0 -Bt^mi^ir, i- (A-n jov^jd - 

5- (2-t°KV •jy:i.=f-jl) -2, 3. 4. 5-f-h7hKn- 
lH-1. 5 -^>Vv?T-b*h°>5 7 Omg, 2-7x-;l/$mS 
®5380ingJ:«9. 2-7i-;l/-4' -[[5-(2-tXUi>' 
10 yxf-;U)-2, 3. 4, 5 -7^ h-7 h Kd- 1 H- 1 . 5-0 

4 5 0Ing<£■^#/::e 
li,^ 1 9 5 - 2 0 CC 

TC^^tfrM (Cs6H,8N402-HCl • 2 H,Oi LT) 
15 C (%) H (%) N (%) CI (%) 

ff-HEM 68.50 6.87 8.88 5. 6 2 
68.31 6.43 9.00 5.72 
mm^mx^^ hJ\^ (DMSO-d.. TMSf^SB^ip) 
<5:1. 33 (IH, b), 1. 6-1. 7 (6H. m), 
20 1. 9 5 (1 H. b> , 2. 7 6 (1 H, b) . 

2. 9 7 (3 H, b) , 3. 3 0 (2 H. m) . 

3. 4 7 (3 H. b) . 3. 6 4 (1 H. b) . 
3. 8 4 (1 H. b) . 4. 4 2 (1 H. b) , 
6. 6 7 (2 H, d) . 7. 0 2 (2 H. d) , 

25 7. 1 4 (IH. m) . 7. 3-7. 7 (1 IH, m) , 

10. 3 1 ( 1 H. s) 
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1 2 1 

umm 3 2 - B 

nmmz i- (a-t i y^>v^ fi) - 

5 - (3 - f^y i^y t°;U) - 2, 3. 4. 5-7^h-7tKn 
-lH-1, 5-K>V'J7-ii\£>5 5 Omg. 2-7i-;l/^.t 
S^ 3 3 0 mgJ:l9. 2 - 7x-;U- 4' - [ [5 - ( 3 - h"^ 'J 
'JJZfut'Jl) -2, 3. 4, 5 -xh^h Kd- IH- 1. 5- 

±S5 2 Omg^^i/io 
Bi;^ 1 4 5 - 1 5 2 °C 

Ttm^Vxm (C,tH4.N40s •2HC l -SHsOiLT) 

C (%) H (%) N (%) CI (%) 
ItltM 63.51 6.91 8.01 10.13 
63.87 6.37 8.13 9.80 
i^mn^mT.^^ h-'l/ (DMSO-d« , TMSrtSB^^P) 
5:1. 3 6 ( 1 H. b) . 1. 6-1. 7 (6 H. m) . 

2. 0 5 (3H. m) . 2. 8 1 (3 H. m) . 

3. 0-3. 2 (4H. m), 3. 35 (2H. d), 
3. 4 5 (2H. b) , 4. 4 3 (IH. b) . 

6. 63 C2H. b), 7. 02 (3H. m), 

7. 1 4 (IH. m) . 7. 3-7. 7 (1 IH. m) . 
10. 3 3 (1 H, s) 

mmm 3 3 - b 

2 - 7 i^-'l/^ESS? 2 9 5mg©i?^noy:J' 10ml 

-»f'j;i/^o7>r Ko. 2imi^jSTL. ^S-emp^Jti^L/co 
L ^^HCK ^noy^>l 0ml ^Sn;i, 1 - ( 4 - 
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1 2 2 

7 1J <y'/^ )\^) -5 - [2- ( 4 ^^b- 1 - >>-;i') 

xf-;U] -2, 3, 4. 5 -f- h5 t Kd- 1 H- 1 , 5-^>V' 
i>'7-tf h'y 4 7 0 mg, h U xf-;l/7 ^ > 0 . 17ml©i>"^nD 
^ 15ml {c^lc?^T-e?STL. 1 nfm^^Lfzo K^^W.^ 
5 jJ<7K{cJn^y:^7;l':^ 'JttiL. ^ n o > ^ ^T-fttH L^iio 'J ^ 

-TJftSJLfco ^ 0 0*;!/^/^ -;u= 2 0/1 -e^iil^na 
li^J:^. 4' - [ [5- [2- (4 1 -b'^5-:?-;i/) 
10 xf-;U] -2. 3. 4. 5 -7^ h7 t Kd- 1 H- 1 . 5-K>y 

v?T-feft°>- 1 --r;u] ;!:7;i/'f^-;u] - 2 -7i-;i/K>XTxu 
K4 6 Omg<£-#/Co ±©^b^'^ 4 4 0 m g n a ;^;^A^c^|f*^ 
L. 4 Nti^/fffSSx^^b^?^ 1 m 1 ^Jn;tyr'^. ^iK^-Si L/^io 
a^^^^x^y-;^*^^,^|ig^L. -^^iS3 8 0 mg^^#y::o 
15 07'J-'<-X 

^KJSm^llX^i;' (CDC 1 , . TMSrtS|5^*i) 
5:1. 8 2 (IH. b) . 2. 0 2 ( 1 H. b) . 

2. 29 (3H, s) . 2. 4-2. 7 (12H, m) . 
2. 8 8 (1 H. b) , 3. 14 ( 1 H. b) . 
20 3. 2 7 ( 1 H, m) , 3. 5 1 (2 H. m) . 

4. 5 8 ( 1 H. b) . 6. 5 4 (2 H, m) , 
6. 8 0 (1 H. s) . 6. 8 8 (2 H. d) . 

6. 9 4 ( 1 H, d) . 7. 1 0 (3 H, m) . 

7. 3-7. 7 (7 H. m) . 7. 8 5 (1 H, d) 
25 m.^7.<i7 V )\^ if k^) 5 7 4 (M*+1) 
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12 3 

It * 2 0 2 - 2 1 0 °C 

5tm^tir^ (CeHs.NeOa •2HC1 -SHjOiLT) 

C (%) H (%) N (%) CI (%) 

it»ffi 61.71 6.76 9.99 10.12 
5 61.50 6.21 9.98 10.27 

^em*Hx^^ h;U (DMSO-d. . TMSrtMii) 
6 : 1. 7 0 (IH. b) . 1. 9 5 (IH. b) , 

2. 8 0 (3H. s) , 3. 2-3. 9 (1 4H. m) . 
4. 4 4 (IH. b) . 6. 6 6 (2H. m) . 
10 7. 0 3 (2 H. m) . 7. 1 3 (2 H. m) . 

7. 3-7. 7 ( 1 1 H. m) 

m^m 3 4 - B 

nmmz 0-Btmmzix. i- (A-nyov^ji) - 

5 - [ 2 - ( 4 - i^/i-JlT I J >j i^y ) x^;U] - 2 . 3 . 
15 4. 5 -r h5 t Kd- 1 H-1. 5-Oyv^7"tfh: > 3 8 Omg. 
2 - 7 x-;U$m#K 210mgJ:»?, 4' - [[5 - [2 - (4 
-v'y ^;l/Ti y h°'^U v'y) i^-'H - 2, 3, 4. 5-7^h7 
tKn-lH-1. 5 -KvViJTHf h''>- 1 --r;U] 
- 2 - ^i^-H'^OXT-'J K— ^Kig2 5 Omg^?i^o 
20 gi.^k 1 7 2 - 1 8 0 1 

b^l' (DMSO-d« . TMSf^lK^ip) 
(5:1. 70 (IH. b). 1. 9-2. 3(6H, m), 

2. 6 9 (6H. s) , 3. 0 6 (3H, b) . 

3. 3 5 (3 H. b) , 3. 5 0 (2 H, b) , 
25 3.7 1 (IH. b) . 3. 8 4 (2H. m) . 

4. 4 4 (1 H, b) , 6. 6 6 (2H. m) . 
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7. 0 3 (2 H. m) . 7. 1 5 (2 H. m) . 
7. 3-7. 7 ( 1 1 H. m) . 10. 3 3 ( 1 H. s) 
SgX^^' h;U (F AB) 6 0 2 (M* 4- 1) 
3 5 - B 

5 mmm 0 -Etmuicir. i- (4-7^ /ki/v^jd - 

5- [2- (4 - t°^U i>y h'^^ij vV) -2, 3. 4. 

5 -7" h7 t Kn- 1 H-1. S-'Oyv^THf h'>6 0 Omg. 2 
-^x-^l/^mSmS 1 Omg«t!P, 2-7x-;U-4* - [ [5 
- [2- (4 - t°'<'J v^y t'^'J i^y) xf^;l/] -2. 3. 4. 5 
10 -x h5t Kn- 1 H- 1. 5 -^>Vi>7-ifii>- 1 Jl] 

jiT^^ji} ^>XT-u Krta^tge i omg^-^i^ro 

ms^ 2 0 6 - 2 1 2 "C 

M^^qlX^i? (DMSO-d. , TMSF«3SB^m) 
<5 : 1. 3 8 ( 1 H, b) , 1. 7-2. 0 (7 H. m) , 
15 2. 1-2. 4 (4H. m) . 2. 7-3. 0 (3H. m) , 

3. 0 7 (3 H. b) . 3. 3 3 (5 H. m) . 
3. 4 7 (2 H. b) , 3. 7 0 (1 H, b) . 
3. 8 4 (2H. b) , 4. 4 4 (IH. b) . 
6. 6 6 (2 H, m) , 7. 0 3 (2 H, m) , 
20 7. 1 5 ( 2 H. m) . 7. 3 - 7. 7 ( 1 1 H. m) , 

10. 3 4 ( 1 H. s) 

hJ\^ AB) 6 4 2 (M*+1) 

mmm 3 6 - B 

##fiJ4 4 -B i|H^!^{cLT. 1- (2 -i^y ^;UT$ yxf-;l.) 
25 -5 - U-~htiK>V^Jl) -2, 3, 4. 5-f-h5tKn 
-lH-1. 5 -'Oyi^THf t°> 5 1 OmgJ: »9. l-(4-T 
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1 2 5 

lJKyV^)V) -5 - (2 - f-;U7 ^ y JC5^;U) -2. 3. 
4. 5 -X h5 h Ka- 1 H-1, 5-07 •:/T4f t°> 5 5 0 m g 
^?#y::o MJ;:. HJfe^^J 3 0 - B ilHl^JC LT, ±0it^^5 5 0 
mg. 2 - 7x-;U$,t§K 3 90mgJ;«9. 4' -[[5 - (2 
-v'y f->>l/7 $ y xf-;l/) - 2. 3. 4, 5 -x h v t Ko - 1 H 
-1. 5 -'O'/v'T-if h'>- 1 -'T-'U] -2-7x 
ji;UOX7-'J K-*IK:S4 1 Omg^^i^o 
i},^ 1 5 3 - 1 5 6 'C 

^em^ll^^i' (DMSO-d, , TMSrtSIJ^^P) 
5:1. 6 8 (1 H. b) . 1. 9 6 (1 H. b) . 

2. 8 1 (6 H. s) , 3. 0 1 (1 H. b) . 

3. 3 3 (2 H, b) . 3. 5 5 (4 H. m) . 
3. 7 7 (1 H. b) . 4. 4 2 (1 H. b) , 
6. 6 4 - 7. 5 6 ( 1 8 H. m) 

M;^^^ h;L' (FAB) 5 1 9 (M* + 1) 

nmm 3 7 - b 

#%^J4 4 -B tlHlltJCLT. 1- (2 -i^JCi^^l/TS yx^-'l/) 
- 5 - (4 hn/<>y-r;l/) - 2. 3, 4. 5-xh7hKD 
-lH-1, 5 -'^>yv?T-lft'>8 5 Omg J;^?, l-(4-T 

^yov-r^u) -5 - (2-':?x^;u7 5 yx^^P) -2. 3. 

4. 5 -X h-7 t Kn- 1 H-1. 5-K>y i?7-tf f> 4 9 0 m g 
^•#y::o lltfe«^J3 0 - B tlSl^t- LT. ±Oit^mA 9 0 

mg. 2 -7xx;USJil#i? 4 00mgJ:«9. 4* - [ [5 - (2 
-v^x'?^;l/7 i yx^;!/) - 2. 3. 4. 5-xh5tKn-lH 
-1. 5 -OVv'7-lf t: >- 1 --r;U] *;l/;f*x;l/] -2-7x 
x;U'<>X7xU h'—mm^l 6 Omg^r^fco 
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1 2 6 

6:1. 16-1. 23(6H. m), 1. 69 (IH. b), 

1. 9 9 (IH, b) . 2. 7 9 (IH. b) . 

3. 02 (IH, b). 3. 19-3. 25 (6H. m), 
5 3. 4 9 ( 2 H, b) . 3. 8 3 (2 H. b) , 

4. 41 (IH. b). 6. 65-7. 58 (18H. m) 
Kmx^:5' h;U (F AB) 5 4 7 (M* + 1 ) 

mmm 3 8 - B 

##^|J4 4 -BiH^tcLT. 1- (2->'^y:^ot°;UT^ y 

10 JLf-;!/) -5- (4 hn'<>y-J';U) -2, 3. 4, 

7tKo-lH-l. 5-Oyi?T4fh°>5 9 Omgi;*?. 1- 
(4 -7 S y ^>y-r;U) -5- (2-i?-<V:/Db°;l/7^ yjL^ 
-2, 3, 4. 5-7^h^h Kp- IH- 1, 
•ifb°>5 0 Omg^?§/Co Mt-. ±®^b^tl 5 OOmg, 2-7i 
15 -;l/$m#S?3 7 OrngilJ, 4' - [ [ 5 - ( 2 - i^^ 7 ^ n b° 
;l/T = y x^;U) - 2, 3. 4. 5 -f- h 5 t Kd - 1 H - 1 , 5 

XT-'J K— JSm^eS 7 Omg^-^^o 
^fiS^*n|>^'<^' h^b (DMSO-d. , TMSF*9gB^*P) 
20 5:1. 2 4 - 1. 3 7 ( 1 2 H. m) . 1. 7 0 ( 1 H, b) . 

1. 9 9 (IH. b) . 2. 8 2 (IH. b) . 
3. 0 1 (IH. b) . 3. 1 9 (IH. b) , 

3. 5 8 (2 H. m) , 3. 8 0 (4 H. b) . 

4. 43 (IH. b), 6. 68-6. 72 (2 H, m). 
25 7. 0 3 - 7. 5 8 ( 1 6 H. m) 

KfiX^^ h;l/ (F AB) 5 7 4 (M*+1) 
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1 2 7 

mmm 3 9 - b 

4" - [ [5- ( 2 -^70DX^;l/) - 2. 3. 4. 5-xhv 
tKa-iH-1. 5 -'<>y-:^7-t't°>- 1 --r;H ^v'U^K-yU] 
- 2 -7x-;l/'<>XT-U K3 5 Omg^T-ir h «J;l/2 m 1 
5 {i?§^L, 1 ^;l/^tl:^7v^>2m 1 ^Jn;i. 4 l^F^M^ 

10 /T>t-77K= 1 0/1/0. 1 i??§ai$tL51i^J:!3, 4' - 
[ [5- [2- (4 -y^yP^+lJ-t Ko- 1. 4-v^T-tft°>- 
1 ->f x^;U] - 2, 3. 4. 5 b 5 h Kn - 1 H - 1 . 
5 -Oy>f7-tff>- 1 -'f -2-7xx;l/^ 
>X7-'J K3 0 Omg«-t#/:o ±Oit^%!}2 8 Omg^^nD;f> 

15 ;l/A{C7gf*>L, 4 Niai5/S^Kx^;l/^JgO. 5 m 1 ^rJllD^/::^. 

^j«^S*L/-:o ^S4&^X:^y->'l'*^^M^S^BL. Zlili^iS 280 

mm^^^x<^ (CDC la , TMsrtSiJ^ii) 

20 5:1. 8 3 ( 3 H, m) , 2 . 0 2 ( 1 H, b ) , 

2. 3 7 (3 H, s) , 2. 6 4 (4 H. m) . 

2. 7 - 2. 9 (7 H, m) , 3. 1 4 (1 H. b) . 

3. 2 3 (1 H, m) , 3. 5 0 (2 H. m) . 

4. 5 9 (IH, b) . 6. 5 5 (2H. m) . 

25 6.7-6.9(4H, in),7.09(3H. m). 

7. 3-7. 7 (7 H. m) . 7. 8 5 ( 1 H. d) 
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1 2 8 

SMX^^ h;U (F AB) 5 8 8 (M^+1) 
i!,^ 1 7 7 - 1 8 3 "C 

Ttma^mm (c,7H4iN.02-2hci •2H,oiLT) 

C (%) H (%) N (%) CI (%) 

it3SCM 63.79 6.80 10.05 10.18 

mmm 63.53 6.78 10. oe 10. 48 

m^^^m^.^^ hJl (DMSO-d« . TMSrtSB^^^) 
6 .1. 7 0 (1 H. b) . 1. 9 5 (1 H. b) , 

2. 1 9 (2H. b) . 2. 7 8 (3H. s) . 

3. 01 (IH, b). 3. 4-3. 5(10H. m), 
3. 7 8 (4 H. b) . 4. 4 5 (1 H. b) . 

6. 6 6 (2 H. d) , 7. 0 3 (2 H. d) . 

7. 14 (1 H, s) . 7. 3-7. 7 (1 1 H, m) . 
10. 3 2 ( 1 H, s) 

mmm 4 o - b 

5- [4- [ (2 - t'^i^;!^*;!/^'-;!/) 7$y] K>V-{JI] 
-2, 3, 4, 5 -X bvt Ko- 1 H-1, 5-<>Vi?T-ifh'y 
- 1 -B^K 5 0 4 mg. 1 - 1 Ko + i/K^'/h Ury-^H 6 0 
mg. (.Z-'y/f-J\^7i/Zfah°Jl) ijJl&'i/ 

i Kiig?ii2 3 0 mg©T- h7 t Kn77>'^«c5 0 m 1 {Cl - 
y f-;!/;^* t:^5 1 4 Omg^jD^, ISTT" 1 S^mt^Wl 

*L. S1fB^i^;^)&^^!S^B'^kL. 4' - [ [5- [ iA-/^Jl^^ 
+1ftKn-l. 4 - i^T-fe'b'^- 1 --r;i/) ^;U;f'-;U;'^-'l/] 
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1-2 9 

-2, 3. 4. 5 -T- h7 t Ko- 1 H- 1 . 5-K>7vT-l?t° 
V-l-'f;!/] ijJl^^-Jl] - 2 -7 JL-^U'OXT-'J K5 5 0 
mg^mzo ±(Dit^mi 3 Omg^-^ ^Dt.;^A{c^*^L, 4 N 
mm/B^i?x^;U^^g 1 m 1 ^Ua^fz'^, ^i«^SiL/Co ^S'^ 
;£•X:J'y-;^;&^^,||^SaL. -i^K;® 3 3 0 m g^^f y::, 
07 'J -'<-X 

M^^qlX^^' (CDC 1 3 . TMSrtM^f) 
5 : 1. 9 2 (3 H. m) . 2. 0 4 (1 H. b) . 

2. 3 8 (3 H. s) . 2. 6 5 (4 H. m) . 

3. 15(2H. m), 3. 5-3. 9(5H. m). 

4. 0 0 (1 H. d) , 4. 1 4 (1 H. d) . 
4. 6 1 (1 H. b) . 6. 5 7 (2 H. m) . 

6. 7 8 (1 H. d) . 6. 8 9 (3 H. m) , 

7. 0 9 (3 H. m) . 7. 3-7. 6 (7 H. m) . 
7. 8 4 (1 H. d) 

SgX^r^ h;U (F AB) 6 0 2 (M*+1) 

1 7 0 - 1 7 6 x; 

m^^HX'^^ (DMSO-d, . TMSl*9raP) 

5:1. 8 3 ( 1 H. b) . 2. 0 5 (2 H. b) . 

2. 7 7 (3 H, s) , 3. 0-3. 7 (9 H. m) , 

4. 0-4. 6 (4 H. b) , 6. 5 3 (2 H. s) , 

6. 7 7 (1 H. d) . 7. 0 3 (IH. m) . 

7. 1 4 (2 H, m) , 7. 2-7. 6 ( 1 1 H. m) . 
10. 2 9 ( 1 H. s) 

©SX^^' b;!/ (F AB) 6 0 2 (M* + 1) 
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1 3 0 

mmn 4 1 - B 

lli6^J4 0 -B<bl5l;^JwLT, 5- [4- [ ( 2 - t'7 i-;l/;!7 
j^tt-Jl^) T i y] )l] -2, 3, 4. 5-xh5tKn 

-lH-1. 5 -'<>'/i^T-lff>- 1 -g^K3 0 Omg, N. N. 
5 N' - / f-yl/J^^ ly>i^T I > 9 0 fJi I ^fO, 4' - [[5- 
[ [N- (2 -•J^y^-'UT^ yx^-'U) -N-^ ^;l/*>'W<^:'r''l'] 
/^Jl] -2. 3. 4. 5 -7^ h7 t Ko- 1 H- 1, S-'O'/ 

v>THf f>- 1 ->f ;b] - 2 -7x-;K>X7-U 

K2 9 Omg^^t/To ±0<l:^'fel2 7 0 m g t * -^^K-^S^^ 
10 ^ J-Mzmmt, ^i^^®*L^^. 7-b h 'J;U*^t>S$SH^ 
L, -i/^-fiJiil 9 Omg^^ifco 
14^ 1 7 0 - 1 8 0 

TC^^tff^i (C,.Hs»N.0,-C»H,04- 2 HiOi LT) 
C (%) H (%) N (%) 
15 ff^ffi '6 3.76 6.34 9.78 

63.44 6.09 9.64 
Mm^Hx^^ hJl (DMSO-d, . TMSrtSP^tP) 
5 : 1. 8 4 (IH. b) , 1. 9 5 (IH. b) . 
2. 7 7 (6 H, s) , 3. 0 4 (4 H. b) . 
20 3. 1 8 (IH. b) , 3. 6 4 (IH. b) . 

4. 13 (IH. d) , 4. 2 9 (IH. d) . 
4. 48 (IH. b). 6. 52 (2H. s), 

6. 7 5 ( 1 H, d) . 7. 0 0 (1 H, m) . 

7. 15 (2 H. d). 7. 3-7. 6(11H. m), 
25 1 0. 3 0 ( 1 H. s ) 

mmm 4 2 - b 
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1 3 1 

2-7 X -;U$ 4. Z5g(D'JC'av/^ yi^m 50ml 

■f^}Jl^uy^h'Z. 2 m 1 ^?gT L. M-UT 1 B^Fa^Jt*^ LfCo ^ 
ii^SiL/::^flO'':>i5'nD>^>3 Om 1 ^:JD;i. 1- (4-T 

5 ^y^^y^r;!/) -5 - iz -t'^) i^ji^/i-ji) -2. z, a, 5 

-X h7 Kta- 1 H- 1. 5 -'<>"/i>7-if f> 6. 5 6 g. b 
iJx^;l/Ti >2. 5 5m i ©v^^' od^ ^ 2 0 0 ml {C7jc 

10 L, M7KEK-7^'*4^i/'i7AT'l£^^. ?$ii^S*L^o 

- (3 - fU -^^I/^ - 2. 3. 4, 5-xhvtKn-lH 

-1. 5 -'Oyi^T-tfev- 1 ->f oxt^ 
<J K8. 8 6 g^'^tzo ±.0{t^m. 8 6 g^^ nD;it;l/A{w^j|?L. 
15 4 Nil®S/S^^xf-;U^Jfi?5m 1 ^rJnx./;:^, ^i««-S*L/Co ^ 

®i|^^x^y->'u/f^s?j^^>'i/A^t>B*s^BL. -mmm. 4 1 g^ 

ill;^ 1 7 0 - 1 7 7 ^ 

TCfg^tlrM (CssHjoNiOj • HC 1 • 1/2 HsOtLT) 
20 C (%) H (%) N (%) CI (%) 

ff^ffi 71.97 5.52 9.59 6.07 
HS^M 72.22 5.38 9.65 6.18 
mWL%.^my^<^ V)V CDMSO-d. . TMSF^araip) 
5:1. 7 2 (1 H, b) . 1. 8 9 (1 H. b) . 
25 2. 8 5 ( 1 H. b) , 3. 0 2 (1 H. b) . 

3. 3 8 ( 1 H, b) . 4. 4 8 (2 H, m) , 
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1 3 2 



10 



15 



20 



25 



4. 7 8 (1 H. d) . 6. 6 7 (2 H. m) . 

6. 9 7 (2 H. d) , 7. 1-7. 6 ( 1 3 H. m) . 

7. 9 6 ( 1 H. d d) . 8. 5 0 ( 1 H, d) . 

8. 8 0 ( 1 H, d) . 8. 9 4 ( 1 H. s) , 
10. 2 9 ( 1 H. s) 

mmm 4 3 - b 

mmmi-Btmrni^Lr, 1- (a -r uov-c -5 

- (3 -h'U v'^Uy - 2. 3. 4. 5-f-h7KtD-lH 
-1. 5 -K>V'JT-iit'y2 9 Omg, 2-(4-y^;U7i^ 
Ji^) SE#i!2 00mgJ:«9, 2 - ( 4 - ^ f-^b^ - 4' 

- [ [ 5 - iZ-t'^) i^Jl/ f-;U) - 2, 3, 4. 5--rh7tK 
D-lH-1. 5 -^>'/i^T-ifi^>- 1 Jll *;^;^'-;^] K 
>XT- 'J K 2 5 0 m g ^#fco 

lUl^ 223-227 r 
Tcjg^lffM (C,.H,,N402 •1/2H80<!: LT) 
C (%) H i%) 

7 6.9 8 5.9 2 

7 6.91 5 . 

mm%^mx^^ hJi (cdc i , 

5:1. 7 8 ( 1 H. b) . 1. 

3 5 ( 3 H. s) . 2. 

11 ( 1 H. b) . 3. 

2 7 ( 1 H, d) , 4. 

6 4 ( 1 H, b) . 6. 



2 
3 
4 

4, 
7, 



N (%) 
9. 9 7 
9 7 9.8 3 

9 6 ( 1 H. b) . 

8 0 ( 1 H. b) , 

3 3 ( 1 H, b) , 

5 5 ( 1 H. d) . 

6 6 (2 H, m) . 



0-7. 5 (1 6H. m) , 7. 7 8 (2 H. d d) 



4 -B 
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1 3 3 



mmmi -iitm$icir, i- (4 -r $ y^y-z-r/u) -s 

- (A-t°*) i>Jl/ "f-Jl) - 2 . 3 . 4 . 5 - X h V K t P - 1 H 
-1. 5 -K>*/>=7Hf h°>2 9 Omg. 2 - ( 4 - Z f-;U7 x ^ 
)\^) $.tSffi?2 0 Omg 2 - (4 - > f-;l/7 x-/!/) - 4' 

5 - [ [ 5 - ( 4 - h° 'J x;Uy ^-'l') - 2 . 3 . 4 , 5 - x h 7 h K 

o-iii-i, 5 -'^Wi^T-^t'y- 1 --r;i/] 

>X7-'J K 1 0 Omg^^f^Co 
M,^,> 2 3 O'C 

7C^5^|JtM (C.Ih.N.O.-l/SH^Oi LT) 
10 C (%) H (%) N (%) 

it3^M 77.40 5.89 10.03 
^©IM 77.39 5.92 9.79 
(CDC 1 , , TMSWa?^^) 
5:1. 8 3 ( 1 H, b) . 2. 0 5 ( 1 H. b) . 
15 2. 3 4 ( 3 H. s) . 2. 8 4 (IH. b) . 

3. 13 ( 1 H. b) . 3. 3 7 ( 1 H. b) , 

4. 2 9 ( 1 H, d) . 4. 5 7 ( 1 H. d) . 
4 . 7 0 ( 1 II. b) , 6. 6 6 ( 2 H, m) , 

6. 9-7. 5 ( 1 5 H. m) . 7. 8 1 ( 1 H. d) , 
20 8.5 7 ( 2 H. d) 

nmm 4 5 - b 

nmm\ 2-\itmmzLx, 1 - (4-7^ - 

5 _ [ (1 1 H - 2 - ^ i ^^/U y f'^l'] - 2. 3. 

4. 5 -X h7 t Kd- 1 H- 1. 5 -'<>y->'7-lft: >2 9 0 
25 nig. 2 -7x->'U^m#®?l 9 OmgilJ. 4' -[[5-[(l 

f-;i/- 1 H- 2 = ^7';^i') yf-;u] -2. 3. 4. 
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1 3 4 

5 -f- h V t Kn- 1 H-1, b-OVyT-\f\zy- 1 - ^ ill iJ 
- 2 - 7 i ~JlK > X7 - >J K-^gfig 3 0 0 m g 

il;^> 2 3 Ot 

5 : 1. 6 7 (IH. b) . 1. 9 9 (IH. m) . 

2. 9 0 ( 1 H. m) . 3. 12 ( 1 H. m) . 

3. 3 3 ( 1 H. m) , 3. 8 5 (3 H, s) . 

4. 3 7 (1 H. m) . 4. 6 9 (1 H. d) . 

10 5.02(1 H, d),6.66-6.9(4H. m), 

7. 1- 7. 8 (1 5. m) . 1 0. 3 1 (IH. s) 
KSX^^' hJl (FAB) 5 4 2 (M* + 1) 

mmm 4 e - b 

mMmZ 9-BtmmzLX, 4* - [ [5- (2-^noJiif- 
15 Jl) -2. 3, 4. 5 -X b7 t Kn- 1 H- 1. 5. -K^yv' 
7-if t'>- 1 --C;!/] ;!7;ud^'-;u] - 2 -7i-;u^yXT-U K 

3 3 3 mg. i :5^y-;U 4 45mgJ:f9, 4'-[[5-[2- 
ilH- l--(l^V*)Jl) J^i-Jl^l -2, 3. 4. 5-xh5h 
Kd-IH-1. 5 -'OVv^T-lf h°>- 1 ->r;u] ^yl^^K-;!/] 
20 - 2 -^i^yl/'Ol^T-U K— iSKlgl 1 7ing^^#y;:o 
^fiSm^BlX^^' h;U (DMSO-de. TMSrtSP^^P) 
(5 : 1. 6 7 (IH. b) . 1. 9 1 (IH. b) . 

2. 7 3 ( 1 H. b) . 2. 9 7 ( 1 H. b) , 

3. 8-3. 9(3H. m). 4. 4-4. 5(2H, m). 
25 4. 5 8 ( 1 H, b) . 6. 5 - 6. 7 (3 H. m) , 

7. 0-7. 6 (17 H. m), 7. 90 (IH, s) 
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nM.7.K{7 (F AB) 5 4 2 (M' + 1) 
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mm 
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H 
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>.M — 
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CO 
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^NEt. 

CO 
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^ (i-Pr), 

CO 
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CO 
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CO 


46- B 


CO 
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^ MMe 

CO " 


48- B 


CO 

...cr^ 
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mm 
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/ — \ / — \ 
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CO 
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r If N 

H 




ivi e ^ 


51- B 


CO" 
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Me 
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CO 

H 
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mm 
s ^ 


it ^ m i^ , ^ 






53- B 
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CO 
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r CO 
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20- B 




21-B 


r, CO 

f^^ir^N''''^'^^ CO2H 


22- B 


1 COsCiHs 

XX XT" 

r If N 
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23- B 


1 — CONHCH) 

r, CO 
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it ^ m ^ ^ 


24- B 


1 — COjH 

n CO 


25- B 


1^ 

1 CON NCHs 

H CO,H 


26- B 


r-CONH>^J 

n CO 


27- B 


rC0N(CH,)2 

n ex;!) 

H 
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mm 


it ^ m =ik ^ 


28- B 
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H COaH 


29- B 


i-CON )-N(CHs)2 
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rfr N'"^^'^ •2HC1 
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/ — V, 
. ) 

rr^N-^^ -HCl 
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^^^.^ N )— N ) 
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41- B 
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CK**) 
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X CO 
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H 
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-1-7 1 



I 



0 





0 



a) He: y^;US 
Et: x^;l/S 
Ph: 7j.^M 
Ac: T-tf-;!/^ 



Na 



1 
2 
3 
4 

5 

6 

7 

8 

9 

10 
11 

12 

13 



CONH (CH,), NMe2 
CONHs 



CHi 



N 



-G 



2- (2-Me) Ph 
2- (3-Me) Ph 
2- (2-Me) Ph 
2- (3-Me) Ph 

2- (2-Me) Ph 

2- (3-Me) Ph 

2- (2-Me) Ph 

2- (3-Me) Ph 

2- (2-Me) Ph 

2- (3-Me) Ph 
2 - (4 -Me) Ph 



COOMe 



N 



2 -Ph 
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M 
14 
15 
16 

17 
18 
19 

20 

21 
22 
23 
24 
25 
26 

27 

28 

29 

30 
31 



COOE t 
CONHE t 
CONE t, 

conQ 



conQ 



CON. 



CON NAc 



CONH2 



CONHMe 



CONH (CH2), NMe* 



-CON ^ N-Me 
W 



NMe 



CHi 



(CH,). 



(CH«)3 



2 -Ph 



2- (4-Me) Ph 
2-Ph 

2- (4-Me) Ph 
2-Ph 

2- (4-Me) Ph 
2-Ph 

2 - (4-Me) P h 
2-Ph 

2 - (4 -Me) Ph 
2-Ph 



wo 94/20473 



1 6 5 



PCT/JP94/00391 



Na 
32 
33 
34 
35 
36 

37 
38 
39 
40 
41 
42 
43 

44 

45 
46 

47 

48 
49 
50 



NMet 
NE tj 

NP r , 



N 



□ 



NMe; 



N^^^NE t 



N^^N-Me 



// 
// 



(CH,), 



(CH,), 



(CH2), 



(CH.). 





2- (4-Me) Ph 
2-Ph 

2- (4-Me) Ph 
2-Ph 

2- (4-Me) Ph 
2-Ph 

2- (4-Me) Ph 
2-Ph 

2- (4-Me) Ph 
2-Ph 

2 - (4-Me) P h 
2-Ph 

2- (4-Me) Ph 
2-Ph 

2 - (4-Me) P h 
2-Ph 

2- (4-Me) Ph 
2-Ph 

2- (4-Me) Ph 
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W 


(CHOa 
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52 


// 
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-Me) Ph 


53 


// 
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Ph 




54 


// 




2- 


(4 


-Me) Ph 


55 


// 


(CH,), 


Z — 




~ In U 2,/ r n 


00 


// 


// 


2 — 


C 4 


XT TJ" \ D "U 
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// 


// 


2 — 


( 4 


— OM e ; r n 


uo 


// 
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2- 


(4 


-CI) Ph 


59 


// 


// 


2- 


(4 


-OH) Ph 


60 


-N^N-Me 


// 


2 - 


(4 


-N02)Ph 


R1 

ul 


// 
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— OM p P h 
V-/ IVl C / 1 11 


63 
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9 — 
it 




_ r 1 ^ p h 

V/ 1 / r 11 


64 


// 
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u n y 11 


65 


-CON ^ N-Me 
W 


// 


Ph 






66 


// 
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2 - 
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-Me) Ph 


67 


// 


// 
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-NOPh 
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// 
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2 - 
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1 6 7 

^^m 1 - c 

m 1 teckc;^7K2. 5ml ©jgjSd^jS? L^^lc, tK^^Lt!; 

85^4. 2 gmy=o 

10 'H-NMR(5ppin in DMSO-de TMSftgU^ 

1. 8 (6H. m) . 3. 3 (4H. m) . 7. 5-8. 3 
(it4H) 

MS (FAB) ; 2 0 6 (M* + 1 ) 
15 #%^J 2 - C 

2-yJltaK>V^h^}JV5 g^^ZJf^ i^V-fl2. 8 1g 
+ K2 5m 1 IC^I?^^ U -t^A 6. 3 9 

g=^m^. 1 2 Ot;T-6I^P^SSiL/::o KJ&m^5 0ml ©tK^SD 

20 .x-x;U{CT^^L^o cn«-MffJCT|£^LT. 2- (lH-1 
-'T ^>'/x h U;l/5. 85g<&^f/::o 

Z.®t©^2 -X |- + >'X:$'y-;U2 3. 4 m 1 J:0'7K 2 . 9 

i^P^Jn^jS^iSL^e S0j^^?$SPLfcmcJiiSitl 1. 5ml^JD 
25 Ztl^mmLtZc mt>tl/=^M^xf-;l.T;U=i-;HrTSjtI51* 
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1 6 8 

2 -^□k°;UT;l/3-;l/{c-r^-^L^^{C|£JiL. 2- (lH-1 
--(I ^' V g Jl) ^.tS®^ 4 . 9 7 g ^?i/::o 

'H-NMR (<5ppm in DM S 0 - d e , TM S rtM 

5 m) 

7. 6-8. 3 (ft6 H) . 9. 5 0 ( 1 H, t) 
MS (FAB) : 1 8 9 (M* + 1) 

mnm 3 - C 

1- i4-Ti y<>V-(Jl) -2, 3. 4, 5-xh5tKn 
10 - 1 H- 1 -'OXT-fcfb'^ 1. 0 g^-h°'J > 2 0 m 1 {C^^L. 
^}%mWTl^O. 6m l®o--hoAC>'/xf;u^aU K^-Jn;i> 
M2a{cML/::^{ciBfettJ*L/;:o ^iK^Sife^tc#bn/r^S^^ 
nD;h;UA{c^jS^l N-7Ki^^b:^ h 'J '>A-e2lsI^ 1 N-tli!T 

15 -i^AT'l^^^JC^i^^SiLT. 2--ha-4' - ((2. 3. 

4, 5 -5" h7 t Ko- 1 H- 1 -OXT-tff>- 1 -I'yl/) iJ 
OXT-U K<£-1. 5 4 g%iZo 
'H-NMR (DMSO-de . TMSF«9SP^*i) 
4. 6 - 5. 1 (1 H. m) , 6. 7 3 (1 H. d) . 
20 1 0. 6 8 ( 1 H, s) 

MS (FAB) : 4 1 6 (M* + 1 ) 
4 - C 

o-i/7y^m#i? 6 6 3 mgfcJ:t>'Mi«*ON. N-i^^^;U 
:^;l/A7$ K^3 Om 1 CDv^^noy :^?#JtfiiT{w 
25 mt:t^-*f^}JlO. em\^t!a^m.M.izmLt:o 2 mfS'^lzKl^im 
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fz^m^ 'J ^ u a / > 2 0 m 1 {C^i?L^ Ctl^^K^^Jtlf T«- 1 
- ii -7 i /^>V-{ Ji^) -2, 3, 4. 5-xh7tKD- 
1 H- 1 -KyX7-^t'> 1 g©li 'J 2 Om 1 <D^m^-MTt 

5 ^S^-^' Pu;^;l/A{c^i?Lx 1 N->!Kg!<b-^ MJ '^AT?2IhI. 1 

*;l/A-g^S?Ji5^;U (2 0:1) (D'> U ^^^'^U:^^ AfCTifl^^JI 
2-v/Ty-4' - C(2. 3. 4. 5-7^h7tKD-lH 
10 -^>X7-lfb*y- 1 -'f;!/) tjJl^^^Jl) K>X7^^} K9 3 2 
m g^?#y::o 

'H-NMR (DMSO-d. , TM S rtSPSP) 
4. 6-5. 0 (IH. m) , 6. 56 (IH. d) . 
MS (FAB) : 3 9 6 (M* + 1 ) 

15 5 - C 

2 -yjUTiruOV^ h 'J;U2 gfcj;0**-;b;^ 'J > 1. 4 4 
m^mP^tL. #^««J2 -C<!:I^«l©¥?*^fflV>T. 2-^->'U*'J 

y^msKi. 0 8 g=^nfzc 

'H-NMR (DMSO-d. , TMSrtSPIiii) 
20 3. 0 - 3. 4 (4 H, m) , 3. 7-4. 1 (4H. m) , 

7. 2-8. 2 (4 H. m) 
MS (EI) : 2 0 7 (MM 
6 - C 

25 1.6 5 g^mmmnti. ^nm2-ctmu<o^^^m^^T. 2 
- ( 4 - y 1 - h''^^ 'j^jd 1. 5 7 g ^mtio 
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'H-NMR (DMSO-de . TMSf^SC^li) 
2. 2 (3 H. s) . 2. 3 - 2. 7 (4 H. m) . 
2. 9-3. 3(4H, m). 7. 0-8. 2(4H. m). 
MS (E I ) : 2 2 0 (M* ) 
5 7 - C 

3. 4 g^ttJ^TOi #%^J2 -C<!:TOO^^^ffl^,^T. 2 

- ( 2 - 7f 1 H - 1 ->r $ :5^v' u 71/) ^msi? 4 . 1 g 

10 'H-NMR (DMSO-d. , TMSl^gi5^!|l) 

2. 0 7 (3H. s) . 6. 8 7 ( 1 H. d) . 
7. 1 1 (1 H, d) , 7. 2-8. 0 (4 H, m) 
MS (E I) : 2 0 2 (M* ) 

mnm 8 - C 

- (2-x^;U-lH-l-'r$yy'J;I/) ^mS®?5. 4g^?i 

'H-NMR (DMSO-d, , TMSrtSB^^ip) 
20 1. 0 7 ( 3 H. t) , 2. 4 0 (2H. q) . 

6. 9 2 (IH, d) , 7. 1 1 (IH. d) . 

7. 2-8. 5 (tt5H) 
MS (E I) : 2 1 6 (M* ) 

##^J 9 - C 

25 2 -y )V-tuKyV— h >J;l/5 gfccl;c;2 -:^oh*;H' 5 yv- 

;i/5 g^:i±j^ii!|s4i L. m^m2 -ctnmco^m^m^x. 2- 
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1. ^ 1 

(2 -^ah°;U- 1 H- 1 --r $ ^7U;l/) ^msK8. 2 g^^i 

'H-NMR (DMSO-d. , TMSF*9gB^^P) 
0. 8 2 (3 H, t) . 1. 7 0 (2 H. m) , 
5 2. 7 2 ( 2 H. t) . 7. 1 2 (1 H, d) . 

7. 2-8. 0 (lt4H) . 8. 19 (1 H, m) 
MS (E I ) : 2 3 0 (M* ) 
1 0 - C 

10 ;l/7. 1 g^tlilglgilsfi L> ##^J2 -C<i:|l|1i©#&*ffl<'^T> 

2 - (2 - 7x-;i/- 1 H - 1 -1' 5 ^yj^w ^m*K4. 2 g 

'H-NMR (DMSO-d. . TMSrtTOlp) 
7. 0-7. 5 (it 8 H) , 7. 5-7. 8 (2 H. m) . 
15 7. 9 5 ( 1 H. m) 

MS (E I) : 2 6 4 (M* ) 
1 1 - C 

2 -T^UPi-D^^y- h U;b5 g*Jj:CK2. 4->'yf-;b'1' 

20 Ts2-(2, 4 - f-^U- 1 H- 1 --r 5 ^VJ;!/) 
3. 8g^l§/;:o 

'H-NMR (DMSO-d, , TMSrtSBglip) 
2.0 4 (3H. s) . 2. 0 8 (3 H, d) . 
6. 8 3 (1 H, d) . 7. 3-8. 0 (tt4 H) 
25 MS (E I ) : 2 1 6 (M* ) 

1 2 - C 
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2 -yj]/taK>V^h \) Jib g^JaV^l, 2. 4-MJT7- 
>'l/2. 9 g^th^mmt I. ##^J2 -C<!:I5l^©#.S^•ffl^,^T^ 
3. 0g©2-(lH-l. 2. 4 - h 'J 7>/-;U- 1 -'T^U) 

5 'H-NMR (DMS 0- d. . TMSl^SP^ip) 

7. 5-8. 1 (it4 H) , 8. 16 (1 H, s) . 

8. 8 8 ( 1 H. s) 

MS (E I ) : 1 8 9 (M* ) 

nmm i - c 

10 2 - ^-tSK S22mg^'Ji^un/^>16. Ami 

i^^mi. -1 S'C^ mWTizmtt^-*f^}J\^0. A 2mlfcJ:0'll4 

ML. ^i^\z2mrsmnitzo Kit^m^uETizmmi. 'j^uu 

y ^ >{rT3lHl*j^^JIL^o n^niz^m^'^ uu ^ 9 y A. 1 
15 mnc^j!?L> z:n<&^lc^^!IJ$T«wi - ( 4 -7 5 / 'Oy-T 

-2, 3, 4. 5 -x h7 t Kp- 1 H- 1 -'OXT-tf t°>1.07 
gfc«kO' h 'Jxf-;l/7 ^ > 1. 23inlCD';^^'nDy^>2 1. 4 
m 1 O^m-Z-WTLfto WJm.^'M.mzWiLitO^^ 1 2 0^^f$^ 

2.Kr^mmzmm ifzo n bti^ss^ n -^^-^ > - r-t h > 

(3:1) ©v"J:<;y>'l/*5A^n-7 -{CTiflSli^-mL 

-A' - C(2. 3. 4. 5-xh-7kKn-lH-l -K>XT 
25 H?f>- 1 --f-'U) ?!7;U;i-'-;U) OXT-'J Kl. 45g«-^i/::o 
:^<t^m 8 0 0 m g ^S^i?xf-;U 16ml {C^jj? L fc^?K?^TC 4 
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L^ 2 - h'^ ij i>V - 4 ' - ( ( 2 , 3 . 4 , 5 - x h 7 t Ko - 
1 H- 1 -K>X7-b'b*>- 1 --f;!/) /<>XT-U 
K^igi^e 7 Omg^#/::o 
5 14.^, : 1 5 2 - 1 5 5 t: 

TC^^M (C2,H32C 1 N, 0. ) 

C (%) H (%) N (%) C 1 (%) 

itllM 71.08 6.58 8.57 7.23 
71.13 6.57 8.51 7.22 
10 'H-NMR (<5 p pm in DM S O - d . . TM S rtSR^ 

m) 

1. 4 0 ( 1 H, m) , 1. 5 9 ( 1 H, s) , 

2. 0 0 (IH, d) . 2. 5 0 (IH. t) , 
2. 6 5 ( 1 H, d) , 3. 0 0 ( 1 H, t) , 

15 4. 8 6 ( 1 H. d) , 6. 7 0 ( 1 H. d) . 

6. 9 5 ( 1 H. t) . 7. 0 9 ( 1 H. t) , 

7. 15 ( 1 H. d) . 7. 3 1 ( 1 H. d) , 
7. 6 0 ( 1 H. d) . 8. 0 0 ( 1 H, s) . 
11. 4 2 (1 H) 

20 MAS S (FAB) : 4 5 4 (M* + 1 ) 

mmm 2 - c 

1- -2, 3, 4. 

- 1 H- 1 -^>X7-tff>2 0 Omg. 2- (IH-l-'f^y 
V U ;U) ^m§^ l70mg.*5J;([>'4-y 'J > o. l 1 

25 m 1 ^'Ji^aa^^ > 3 m 1 tzmML. ^i%^i^TiZ 1 -xf-;U- 
3 - ( 3 - 'J/'^AT iJ-fa ijJlt'i?^ I h^m^m. 1 9 0 
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(2 0 : 1) 0y^}i7¥Jli3^^^^-7h^yy^-izrm^^U 

7lK?^T{w 4 N -:lg^B^i?if->'l/?§?« 0 . 1 8 m 1 tff tb 

M^itKL. 2- (lH-l--f ^^'/'J;l/) -4' - C (2. 
3. 4, 5 -7^ h5 t Ko- 1 H- 1 -^>XTHf h°>- 1 --r^b) 

TCfg^tffffl (C,7H26C 1 N4 0, ) 

C (%) H (%) N (%) CI (%) 

ftlCM 68.71 5.13 11.87 7.51 

68.55 5.42 11.62 7.32 

•H-NMR (Sppm in DMSO-d. , TMSrtSB:^ 

m) 

1. 4 0 (1 H. m) , 1. 8 5 (2 H. m) , 

1. 9 9 ( 1 H, m) . 2. 6 5 (1 H. t) . 

4. 8 3 (1 H. d) . 6. 6 9 (1 H. d) . 

6. 9 5 ( 1 H, m) . 7. 10 (2 H, t ) , 

7. 2 9 (IH. d) . 7. 3 8 (IH. d) . 

8. 10 (1 H, s) , 9. 4 5 (1 H, s) . 
10. 7 3 (1 H. s) 

MAS S (FAB) : 4 3 7 (M^ + 1) 

mmm 3 - c 

2 -^--/i/s^'j y^m§if 4 2 8mgfcj:r;i - (4 -T5 
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y-r;b)-2. 3. 4. 5 -x t Ku- 1 H- 1 -'OXT^f 
t°>5 0 Omg;!>^b. «^«J 1 - C <tl5|^0^!i<&ffl<<^T. 2 - 
(4 -^:;l/^^'J-;l/) - 4' - [ (2. 3, 4. 5 -x t Ko 

- 1 H- 1 -^>XTHf t°>- 1 --r;u) *;U5f:-;i<') 

5 'J K 2 4 8 m g ^^i/io 
ii^ : 1 8 3 - 1 8 4 

TC^^tffM (C..H,,N3 0, ) 

C (%) H (%) N (%) 
ft-#M 73.82 6.42 9.22 

10 HSIM 73.57 6.47 9.16 

•H-NMR((5ppm in DMSO-d». TMSF*9g|5^ 

1. 1-2. 2 (4 H, m) . 2. 6-3. 2 (7 H, m) . 
3. 5 - 3. 8 (4 H. m) , 4. 8 0 (1 H, d) , 
15 6. 6 - 7. 8 (1 2 H. m) 

MAS S (FAB) : 4 5 6 (M* + 1 ) 

mmm 4 - c 

2 - (4 f-;U- 1 - i^-^U) ^mSg?4 5 5mgfcJ: 
CKl - (4 -T^ y^OV^';!/) - 2. 3. 4. 5-f-h7tKo 
20 - IH- 1 -A:>XT4ft°>5 0 Omg*^^.. HMfJ 2 -CileHi 
©^i*^ffll*^Tx 2- (4 1 - -4' - 

((2. 3. 4, 5 -X h7 t Ko- IH- 1 -K>XT-fe'f>- 
l-'Tyl/) y7;U;}<-;l/] K^XT-'J Ktl®!ie©^llfe@(* 6 5 4 
m g^^l/To 

25 'H-NMR(5ppm in DM S O - d . . TM S F*3Si5M 
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1. 1-2. 2 (4H. m) , 2. 6-3. 6 (1 OH. m) . 

3. 9-4. 4 (4H. m) . 4. 8 0 (IH. d) . 
6. 6 - 7 . 8 ( 1 2 H, m) 

MAS S (FAB) : 4 6 9 (M* + 1) 

5 mmm 5 - c 

2-(lH-l, 2, 4 - h 7'/-;U- 1 --f-'U) $.t#®? 
2 1 4mg*JJ:?>'l - (4 -T WOy-r^U) - 2. 3, 4. 5 
-7^h-7tKD-lH-l -^>XT-fert°> 2 4 0 m g*^^>^ 

mi-ctmm(D^^'^m\'^x. 2-(ih-i, 2, 4-h'j7 

10 1 -W'^b) - 4' - C (2, 3. 4, 5 -f- h5 t Kn- 

1 H- 1 -'OXT-ifb*^- 1 -'f;!/) ;!7;U*'-;l') OXT-'J 
K^KtS4 3 Zmg^m^MmmWi»tLTmf:.o 
m^: 1 8 3 - 1 8 4^ 
TcJg^tffM (C2.H.,C 1 N5 0, ) 
15 C (%) H (%) N (%) CI (%) 

tt^ffl 65.89 5.10 14.78 7, 48 
HSIffl 65.58 4.93 14.65 7.66 
'H-NMR (<5 p pm in DMSO-d.. TMSrtSU^ 

m) 

20 1 . 8 4 ( 2 H, m) , 2. 9 0 ( 1 H. m) . 

4. 8 2 ( 1 H. d) . 6. 7 1 ( 1 H. d) , 

6. 9 5 ( 1 H. m) . 7. 10 (2 H. t) . 

7. 2 8 (IH, d) . 8. 0 8 (1 H. s) . 

8. 8 8 (IH. s) . 1 0. 4 2 (IH. s) 
25 MASS(FAB):438 (M*+1) 

mmm e - c 
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2 - (2 - ^ ^/U- 1 H - 1 --f ^ ^'/'J;!/) ^m#K 2 2 8mg 
fccfcO'l - ( 4 -7 ^ y ^y^/'T;!') - 2, 3. 4, 5-T-h7t 
Kn- IH- 1 -OXTHft''>2 0 Omg;{>^b^ HJiS^J 2 - Ci 
mm<D^i^^m\.^T^ 2- (2-yf-;u-iH-i-^$yyu;i/) 

5 -4' - C(2. 3, 4. 5-xh5tKn-lH-l-^>XT 

;U3-;U-g^iJxf-;l/;&NbS^fH) ^2 4 lmg?l/::o 
Si;^ : 2 8 2 - 2 8 3 'C 
yb^a^m (C,,H2.N4 O, ) 
10 C (%) H (%) N (%) 

ttitffl 74. 65 5.82 12.44 

Hi^ffi 74.39 5.62 12.18 

'H-NMR (5 p pm in C D C 1 , . TM S WSR^fp) 
1. 9 5 (2 H, m) . 2. 1 9 (3 H. s) . 
15 2. 9 0 ( 2 H, m) . 5. 0 0 (1 H, d) . 

6. 6 1 ( 1 H, d) , 6. 9 0 ( 1 H. d d) . 

7. 6 1 (IH, m) , 8. 0 4 (1 H, m) 
MAS S (FAB) : 4 5 1 (M* + 1 ) 

nm\T-c 

20 2 - ( 2 -xf^;l/- 1 H - 1 --f $ ^V^JJl) ^JtSK 2 8 Omg 

*5J:CK1- (.A-7 i -2. 3, 4, 5-xh5t 

Ko- IH- 1 -'<>X7-fe*f> 2 9 5 mg*^^>. Ultet^J 2 - C i 
|SlaO#^^^ffl<'^Ts 2- (2 -x^;!/- 1 H- 1 -'T $ y'/'J;l') 
-4' - C (2, 3. 4. 5 -y-hytV'a- IE- 1-OX7 

25 -If f>- 1 --f ;u) ;<7;i'^'-;UD 0X7-'; KOi^^ (^f-;i'7 



wo M/20473 



PCT/JP94/00391 



1 7 8 

Sb.-^ : 2 4 2 - 2 4 4 T 
Ttm^i^m (C.Hj.N. O2 ) 

C (%) H (%) N (%) 
ItMLM 74.98 6.07 12.06 

5 74.85 5.98 12.02 

'H-NMR(<5ppm in CDCl,, TMSl^SB^m) 

1. 1 3 (3 H, t) . 2. 0 4 (3H, m) , 

2. 7 4 ( 1 H. t ) . 2. 8 7 ( 1 H. m) . 

3. 0 1 ( 1 H, t) . 4. 9 9 (1 H, d) . 
10 6. 6 0 ( 1 H. d) . 6. 6 2 ( 1 H. s) , 

6. 9 0 ( 1 H. t ) . 7. 6 3 ( 1 H. m) . 

8. 1 0 ( 1 H, d) 

MAS S (FAB) : 4 6 5 (M* + 1) 

mmm 8 - c 

15 2- (2--/oh';l/-lH-l-1'i^'/'J;l/) $m#i?4 4 0 

mgfcJ;CKl - (4 -7$ yO'/'T;!') - 2. 3, 4, S-xh 
5 t Kn - 1 H - 1 -^>XT-t'f> 5 0 0 mg*^t>. UMM 2 - 
CilllliO^ft^rffll^^T. 2- C2-fvb'Jl-lH-l--(i^ 
7 U - 4 ' - C ( 2 , 3 . 4 . 5 -f- h 5 t Kd - 1 H - 1 - 
20 K>XT-fe*t*>- 1 i3)l7H-)l) KyXT=-^) KOM^ 

(g^Kxf^;^;6^t>f^igrH) ^7 1 5mg?#^o 
It,^ : 1 8 3 - 1 8 4 "t 
TCjg^tfrffi (CsaHs.N^ 0, ) 

C (%) H (%) N (%) 
25 it3§[M 75.29 6.32 11.71 

UW^ 75.20 6.39 11.60 
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'H-NMR(<5ppm in C D C 1 3 . TM S rtS5^*P) 
0. 7 9 (3 H. t) , 1. 6 0 (2 H. m) , 
2. 4 4 (1 H. t) . 2. 9 0 (2H. m) , 
4. 9 9 (1 H. d) , 6. 6 0 (1 H. d) , 
5 6. 6 2 ( 1 H. d) . 6. 8 7 (1 H. d d) , 

7. 6 2 (1 H. m) . 8. 0 7 (1 H, m) 
MAS S (FAB) : 4 7 9 (M* +1) 

^mm 9 - C 

2 - ( 2 . 4 - i-JU- lU- 1-^ 
10 2 6 7 mgfcJ;afl- (4-7iy^>"/-(';l/) -2. 3, 4. 5 
-X h5 t Kd- 1 H - 1 -OX7-ift'> 2 3 8mg*^t>^ MM 
^J2 -C<i:l^l^O#!*^ffl^.^T> 2- (2, A - i> / i-Jl- 1 E- 
1 --r $ yyjyl/) - 4' - [ (2. 3, 4, 5 -7^ h7 t Kn- 
1 H- 1 -A^vXT^f t'>- 1 -'T;!/) /7;l/;K^;U] K>XT-'J 
15 K<&-/St^@(4:<!: LT 3 8 5 ing^£-m^o *^b^'fe2 3 5 m g ^2. 5 
m 1 OJ:.f-;l/T;U3-;l/{c^§)i?L, j!K?#TC 4 N -taiSglFKi^;P 
^?e?0. 1 9m 1 ^J^;t^ tlraiLfejtaB^-iSISiL^ 2 - (2, 4- 
i^/'f-Jl-in-l-^ i^r^/ijjl) -4' - C (2. 3, 4. 5 
-X h5 t Kd- 1 H- 1 -K>X7Hf e>- 1 ->r;l/) 
20 Jl) KyXT~\) ^mki^l 9 8mg^#fco 
Ttm^^m. (C«,Hi,C IN. Os ) 

C {%) H (%) N (%) CI (%) 

It^M 69.52 5.83 11.18 7.08 
69.22 5.49 11.46 7.26 
25 'H-NMRCiSppm in DM S O - d e . TM S rtSP:^ 



wo 94/20473 



PCT/JP94/00391 
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1. 8 5 (2 H. m) . 2. 2 5 (3 H. s) . 

2. 3 6 (3 H. s) . 4. 8 4 ( 1 H, d) . 
6. 7 0 ( 1 H. d) . 10. 7 4 ( 1 H. s) 
MAS S (FAB) : 4 6 5 (M* + 1 ) 

5 mmm i o - c 

2 - ( 2 - 7 1 H - 1 - ^ 5 U ^U) S,tS®e 2 6 7 

mgfccfcCKl - (4-T$yOV'r>'U) -2. 3. 4. 5 - x h 
7 t Ko- 1 H - 1 -OXT-^'t°> 2 3 8 mg*>^> 2 - 

C<!:l^ti©#•^^•ffll^T. 2- (2 -7x-;l/- 1 H- 1 a ^' 
10 '/';;!/) - 4 ' - C ( 2 . 3 . 4 , 5 -X h 5 t Ko - 1 H - 1 - 

(|^i?xf-;l/;J»NbSl^^B) *4 7 Omg^#y::o *{b^i^ 3 5 Omg 
^3. 5m 1 OJ^i-JirJl=i-JlKmmi> ^mTiZAN-imW?^ 

^^ji^mo. 1 9m I ^iB^. miULtiikm^mfaiL. 2- (2 

15 -7i-;U- IH - 1 - -r i^yj;!/) - 4' - C (2. 3. 4. 

5 -7^ h5 h Ko- 1 H- 1 -'OXT-tf t°>- 1 --f;!/) Jl^i-' 
'OXT-y K*gS?i^«-3 2 Omglifco 
TC^^^M (C3,H2.C IN. O2 ) 

C (%) H (%) N (%) CI (%) 

20 ftWffl 72.19 5.32 10.20 6.46 

^MM 72.47 5.48 9.93 6.43 

'H-NMR (c5 p pm in DMSO-d.. TMSF^SP:^ 

m) 

1. 8 6 (2 H. m) . 2. 9 1 (2 H, m) , 
25 4. 8 3 ( 1 H. d) . 6. 7 3 ( 1 H. d) , 

10. 3 8 ( 1 H, s) 
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MAS S (FAB) : 5 1 3 (M^ + 1) 

mmm i i - c 

(1) 2--hn-4' -C(2. 3, 4. S-xh^kKa- 

5 Kl. 5 1g£DN. N-i^y ^^I'^-'l'i^Ti K3 Om 1 10 

ffS^LT. 2-T$y-4' - C(2. 3. 4. 
10 D- 1 H- 1 -OXTHf k'>- 1 --f^U) ^^U^f'-^I/D K>XT 

'H-NMR (<5 p pm in DMSO-de. TMS^SiS^ 

m) 

1. 0-2. 2 (4 H. m) . 4. 6-5. 1 ( 1 H, m) , 
15 6. 4 - 7. 8 ( 1 2 H, m) 

MAS S (E I ) : 3 8 5 (MM 

( 2 ) ±fEO 2-T^y-4' - t(2. 3. 4. 5-f-h7tK 
Z2- IE- l-OX7-ift'>- ^yl/jf:-;!/] OX7 
-'J K7 5 9 mg©i^Kl Om 2. 5 > 

20 3 4 6 ;z 1 ^Ua^. 1 BfP^iinllHSiJft L mmimE^^L. hJl 

A:B^^i^;l/=3 0:1) {CTi^^Lfc^tc, ^'UD*;UA-n 
-^+-9->{Cj;«9jeFB^b$-li:s 2- (2, 5 - i? / ^)lt'v-)l- 
l-^jl) -A' - C (2, 3. 4. 5 -X h7 k Kn- 1 H- 1 
25 -'<>XT4fk°> - 1 - 'f ;U) ti JlTt'^Jl) K>XT-U K©^^B 
^ 4 8 5 mg#yro 
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St,^. : 1 8 9 - 1 9 0 "C 
Ttm^m (C,,H,.N, 0, ) 

C (%) H (%) N (%) 
ttS:€ 72.73 6.31 9.06 
5 7 7.4 8 6.4 2 8.9 2 

'H-NMR (<5ppin in DMSO-de , TMSF«3S5^ 

m) 

1. 1-2. 2 (9H, m). 2. 5-3. 2 (3H. m). 
4.6-5. 1 ( 1 H, m) . 5. 6 8 (2 H. s) . 
10 6. 6 - 7. 9 ( 1 2 H, m) 

MAS S (FAB) : 4 7 9 (M* + 1) 

mmm 1 2 - c 
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